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- 1 H P ^ ^> y p If n § o 

[0 0 4 3] 

rr;P^-;PSj tH5ffl«s 2~ i 2cDJ^^M?^^1'§[tiiXt±^^Kii'^ 
-;PS. 3-^r-;VSs 2 ->^^;^-2 2 -^4^*tr-;^S^ 

;P^;PSM^tO. 3-1 2cDJ^^M?^'^^§gP5>Wfcmxti^mc^K^ 

, ^V^^n-^y^/^S, ^>^?n^4^->;PS. ->^'n^y^;PS^ H^)^W&n§o 
[0 0 4 4] 



(29) #S 2003-501420 

T. :7x-;PS. ^7^;PS. 1, 2, 3, 4 h^ti Hd^:7^;I.S. 71J 

^x-;l/S, t°niJ;PS, t°iJi>>S,, t°iJ>?-;l.S. t°UVV;PS. 
^^W;VS. l£^>?^;VS, H U ^^>>^-;yS. 1,2, 3 - h U 
1,2, 4-:t+^t>>TVV;^Ss 1,3, 4 -:t+^t>>TVV;^S^ 1 -H- 

7\D^> (F, CI, Br;&t5i) ; ; OH ; NO2 ; cn 

; cOe H ; o-Mr;^+;^S ; TV~^m ; r U-;^-fgMr;^+;^S ; c 
O2CH3 ;C0NH2 ;ocH2CONH2 ;nh2 ;so2NH2 ;och 
Fe ;-CF3 ;ocF3 imtf^^MW^ti^mm&^O i^X'^iM^oMLTc 

fused) J; DB^^nTfc 

[0 0 4 5] 

to 

mtrs^^mWMtLX. r^u^■y (f, C 1, BrXtil) ^ «7;l'^;l'S. 
-OH. -NO2 . -CN. -CO2 H. 0-fgM7;^^;^S. -7U-;^S. 
-7U-;P-fgMr;l'^;PSs -CO2 CHs. -CONH2. -0CH2 CO 



(30) #S 2003-501420 

NH2 . -NH2 . - SO2 NH2 ., ;\n7;P^;VS (M^ii. -CF3 . -C 
r:&#f (comprising) J T^^^i-f & n§ C i n c 1 u d i 

[0 0 4 6] 

-ly77.TUt^-tLXmi^X^^. J^ty=^t^-tLXUm^s.^<^)X^^ 

. 'pr^<t^ 9 0% (8 0 C "e. e. " ) Xt±i>TXr 

v-MiM C " d . e . " ) ) C9#-M'ftf*. J: Jff S L < ti. < h 9 
5 % (9 0 % e . e . X&d. e . ) c^#^M'6f*. ^ £ fcJ: i9 S L < ti:. 
^ < ^ 9 7 . 5 % C 9 5 % e . e . Xt± d . e . ) O-^—S'ttf*. Sfc^ff t b 



(31) 



#S 2003-501420 



<t'i. 'pr^< t^^9 9% (9 8%e. e. Xt± d . e. ) 0^—^'\iit^-^^t 
>i^/-;K DM SO. M|x^;K MlXti^^/-;V7^ y^ll^^^-^tft 

[0 0 4 7] 



vymu. i7mvymu. zyy^mv ytm. ^^-^vy 

^/^yyw. 7v;m±a, ^wy«. y^^y-i, 4->>^:ti-- 



(32) 



#S 2003-501420 



ymM. i-y^uy- i-X)its ymM. ^y^\yy-2-7.i\^t^ yw^^ 

yrV-h Cmandelates) ^OMII^ L < ti^|»Xti$S«S^ 
[0 0 4 8] 

$n§jiLfc7a^cov^i^^n^)\ iSils *ft7i<^ii. f^ii. uvii 

vg|-, l^nl^y^ (p y r o V i c acid). 3-;^^, ^tU^ 

^ n yfl^^^^ h n ym^D M^/iy i>;HI. i y||^?g:g||^ 
CO a - t Kn>>Vi| Ca-hydrozy acid). TT.^^'^^yWP^^ll/ 



[0 0 4 9] 



(33) #S 2003-501420 

[0 0 5 0] 

[ft:2 7] 



(34) 



#S 2003-501420 




r 



[0 0 5 1 ] 

D [5. 4. 0] ( "DBu" ) T\ ^m^^um 

mu) ^^1^4 0-8 o^wj^;^«. ^^ftv^^c^-^So ^ 



(35) #S 2003-501420 

[0 0 5 2] 

ii Lfcitsp^-e. 0 . 5 ~ 2 4 0f - 7 8 'c~^rScorSS^^MJM f-Ts S I <D 

SD. 2- C^'nn;^^;^) -^yXV5^^V-;K 2- C^?nn>?^;V 

) ^/ijy. 2-tfniJ;P^?n^^F. 2 -r-fe h 7^ K- 4 - C^^nn;^^;^ 
) ^7V-;K 6- C^?nn^^;W -2 -^^ V^ntVUf U 4 
;K 4- C^?nn^^;P) -2- C4-^'nn7x-;W ^7V-;K 3- 
nn^^;P) - l, 2, 4 V-;K 3- (^^dd^^^/V) -5- (3, 
5->?>^^;WV4^^^^fy-;y-4-Y;W -1, 2, 4-:t^^fV-;K 3-^^ 
n^^^;P-6, 7->>^^h+^>-l-^^;P-2 C 1 h) U /X 

2 _^nn^^;P-5 h^->-^yXV^^^^V-;K 5- Ctert-^^^;P 
) -3- (^uu:^^]W -1, 2, 4-;t^+fv=TV-;K 5- 

- (^?nn^^;y) -i, 2, 4-^7>>TV-;K 3- C^'nn^^/W -5 

- C3-^X^;P) -1, 2, 4-:t+^f>>TV-;K 5 - [4- (^UU^=f 
-1, 3-^7V-;P-2-^;H ^V:t+^fV-;K 5- C^?nn^^;P 

) -3- [3, 5->? Ch iJ7;P:tD^^;W x^iJ;W -1, 2, 
i>TV-;K 5-^^00-4- C^'nn^^;^) -i, 2, 3-^7i>TV-;^ 
, 5- C^?nn^^;P) -3- (4-^^007^-;^ -1, 2, 4-;^-^^fi>^ 
7V-;K 3-^'nn-2- C^?nn>?^;V) -5- (hVy)l^tu:^=fji^) if 
ij>>>s 5- C^^nn;^^;!.) -3- [ (2 -HU >>>X;Pvtx^;P) - 
1, 2, 4-:t^^V-;K 3- C^?nD^^;W -5 V;^-^^f V- 
;K 2-^'nn^^;P-4, 6 ->>^^ U ^ i>>, 3- C^'nn^?^;^) 

-5 - C4-^^nn7x^;W -4H-1, 2, 4-hiJ7V— 2- C^^n 
n;^^;^) -5- (4-^?nn7x^;W -1, 3, 4 -:t^^t>'TV-;K 4 
-^Dn>?f-;l'-5->?^;P-2 -7ai-;l/-:t4^W-;K 3 - n n 



(36) #S 2003-501420 

-1- (3, 5 -v^^^nn7x-;W -5 l h -t°^V— ;^:&D^3- 
(^?pp>^^;^) -5 - (1, 2, 3-^7>>TV-;l'-4-^';l') -i, 2, 

femS^nTJ:V\ #M. *|g§[Mtl-TS?g^nf-. My 1 a r l 

et al. , J. Med. Chem. , 35, 457-465 (1992) ; 
Baiocchl et al., Heterocyclic Chem., 

1 6, 1469-1474 (197 9) o 
[0 0 5 3] 

SVI I I cofb'&titi-, 3-7^/-^yV^-hiJ;^co^*c07^>;Kt:^tfv\ ^ 
cOl^x^/-;yXti:^vyn;V-;^^tOjiLft?§^i^. 6 0~ 1 0 0°C^^ 1~ 

;^C^>>VV7°nlf;Vx^;y7^y ( "D I EA" ) ^c^jg LfcM^^S V I I I 

^Mf**^^c. ^n:&$&fc>>^;t+^ty^tD®Lft?§^i^. loo^c^^o. 5- 

40fmn^L. t^!*cDW. HS^Lfd^. SVI (a) 65m-&t]*^^C§o 
[0 0 5 4] 
[ft2 8] 




VXH V"i(a) 

[0 0 5 5] 

§) ti. ±fHfHfccO-^W7a?S'"eElM-^'tlTfe 5-3 OTfcg^Scr)^ 



(37) #S 2003-501420 

m^ii. 3-^'DD>?^;P-5-r' - [1, 2, 4] ^t^^fv^TVW^ (V I 
[0 0 5 6] 

[ft:2 9] 




IWa) 

[0 0 5 7] 
[0 0 5 8] 

[ftao] 



(38) 



#S 2003-501420 




[0 0 5 9] 

0fegraT^»^§;i^fcj;D^ ^mitx&it-B^i I (b) fc^^^nSo 

SI I Cc) coft'&titi. ft'&tii I (b) ommmmLrc(rjtmm(rjm'^r 



[0 0 6 0] 
litS 1] 



(39) 



#S 2003-501420 




[0 0 6 1 ] 

mi^rc2-T^/-Tj]yU~J]y^mmEl^M<DZ n C 1 E T^ft^l^ I X^MM 

T. SI I (d) cDfk'&titim^n^o SI I (e) o^it-Bmi. h;Pxy^ 
s I XOmm. T M S N 3 ^lfmmE!^^m<D B u e S n O cos 

§0 mmm^'iks m^x^;vx— r;P4^^^;^#LT. m^tji I (e) 

[0 0 6 2] 

[ft:3 2] 



(40) 



#S 2003-501420 




am U{e) 



[0 0 6 3] 

II (f ) ) mmt^ctlcX^^ it^mi I Cb) CS^r' ti:3--hn 
:;)^&[t®mS$nTfcJ:v^o j!f$L<t±. ft^l^I I Cb) C 

. i>^^^;l.4-x;PA7^ H C TDMFJ ) ^fc?gg?LT. I I (f) :i)^ff^^^n§ 
^•^s 4 0~6 0°CcD^^W1"§o 

SI I I Ca) cOft'&tl^ffMl-TJiV^ ^etU^7->;Kt7al4a. DMF:&Cf 
rh^tKn^^y C "THF" ) ^^^cofb^f^I I (f) <r)mm. t°Ui>>S 
t5iib:feit^?P^^ HXt±r^>;^^^^.t^;^^-^^D-3 o°C~o°C^^coj^^p^ 
#5o S^Sti. ynhytJi mmi. mft^-t^T. C-i 8^^ 

^j^fflHP L CT^IfSLT. it-^mi I I (a) :|:#§o 
[0 0 6 4] 

[ft:3 3] 



(41) 



#S 2003-501420 




am 




[0 0 6 5] 

m^T^ (moiety) fcj; ^jH^^^fc^mM'^ (scaffolding) ^ 

Xii^t ^Ct T^Sm t (DB-BiflH^t § o #Ms m^liLee e t a 1 
. , Biochem, 23, 4255 Cl984)o ^-M^Mf^WS^is Ml^ 

?sm^)^^tf&n§o $$$^^$^Sf**H^ffl$n. bsa^has 



(42) #S 2003-501420 

o 

[0 0 6 6] 

FGF. CDKli^f*. TEK. CHKK L C K;&(^F A K^fc^S 

^T«$nTJ:V^o ?Smi'JStDftS6cD®Lfcr^y-tr^tDMtJ-T. Paras 
t C. et al., Biochemistry, 37, 16788-1 
6801 (1998) ;jeffrey et al., Nature, 3 
7 6, 313-3 20 (July 27, 1995) ;WIPOH^^^$g No 
. WO 9 7/3 4 8 7 6 ; W I P OH^^^g No. W0 9 6/1 4 8 4 3^fc 

D^. ^^'{^'mmm±$mx'^^mitxmmm^m^o ^^^mmm^om 
. '^<Di3mm'::>mmr^m^&mximmit:^m^^^^rmm-^^m 

[0 0 6 7] 



(43) 



#S 2003-501420 



. ^>D^yy. t°-^^y^:^ift. ;tiJ-m 7j<^H*^S§o ^Sfc. smxtiisff^ 



[0 0 6 8] 



(44) #S 2003-501420 

m-^^mM^M^^^'^ tl^MM^ ^0. 0 0 1-^100 Omg/k 

[0 0 6 9] 

^ff$L<^±. Hanks Omw. Ringer OmmX''i^M^m^M7i< 

CP VP) ^cO^;Pn-xmm:6^W&rL§o ^^S^i^-^. ^If^^ij 

If n ij F X 7 ji'^ ymx &7ji'^ymi'hvyL.m0^ti^0Mm. 



(45) #S 2003-501420 

tr^HT^A. t-V If-Z^HniJ Fy^ (c a r b o p o 

1 gel). t°VJ^f-Uy^^Vu~;]y^Xf/^L<l^irmitf-^y. ^^yA- 

^n§#;$tAAy-fe;i'*^^i'f5>rL§o push-f i tijy^^Mi. ^^^h-x 
o ^A7^-fr;P^. S'&mti. MM. mf*^^:;^ ygb < t±mf*4-°U x^l^y 

Xti^^ ^-^^ 5. CO X 7 V -;l'X y P-lf L m ^^-J^6^ fc ^tf ti S o 

^Lxx\^\ ^xmxm^xtimm<D^ximt^^'^=fym:f^jmm 

it'^^o:)m^u-^R^'7^ h-xxt±xyyy^coiiL/t^*±m^#^ 

Lxm^^ti-j^o 

it^mt. u%^xx''mmkxm<D^^xi^^mm^u^xu^i.x^\^\ a 
xommMt. m^^iTyy}]yXii0U^m^m^xumi^m\iLxmm 

mmrnxmLx^v^ 'Mmt. m-^mmmtymmmi^xmm. mm 

. Xt±^^;^^yH y^«fcLTJc<. S«rm S^ft:m:&t//Xt±^WJ 



(46) #S 2003-501420 

[0 0 7 0] 

. m?f*s ymm. m^m. nm. im/^m^. 7wm. wmm/%%m&.xf^ 

o 

[0 0 7 1] 

}Lum<Dm. it^m^i. n^mmmhLxm'^^x%^\^\ }Lummm 
T ^ :t y^mmrnxm-^ ^x^w 

%X^\^o VPDti. 3%w/v'^yi>>7;l/n— ;K 8 %w/v^^S'l4#®tc§ 



(47) 



#S 2003-501420 



'\iMt° U V;l"^— h 8 0 . ^rj, 6 5 % w/ V t° U u y U n — ;i/ 300. 
5 W) 7mm^l^ 5 hn-x^^ 1 : 1 Ic^^LTcV P D^^^t^ 

< >>^^^;^X;^4-^^^> ]^r^E<D-^O^mmm 

MmmiL^nx^^. sa^fc^p&nrv^^o mnmni^y^Mi. ^(oit 
^mmi^i^^i^x. wmm-mi o o B^xmrnmrnn^t^o 

E^Mtiti. m Lrmmm l < &^'Mm±mxmMm^^^Lx^ 



t-mn^it^^^xmm±m^'\t(D-^^M^^t'ytc)MtLxn^Lx^v^'h^ 
tf'^^o m^±m'^'\t(D^^m±. mm. w^, w^m. %m. m^m. v ydm 
. ^j^ymmo^<omxifm-$^xx\^\ m^i. mm^mmMmmx^7m 



(48) 



#S 2003-501420 



[0 0 7 2] 

try htiMM^^f^fco UM^iT^l^Y^V yf- * A;PAy^-^--Xt±^ 
y^x^- * -yy-tr-yx * U ^r^y KcDJ:5^flJigcD#l^^#^)^&0AU ffifc 
$^mor^^^m^>.in^s.^Wmmrs.htlzmLrco rh^tFn^^y CTH 
F) ;&tfN, N-S?^^;^.t^;^A7^ F (DMF) t±7;^ F U J: ^9 S u r e 

[0 0 7 3] 

Miai^tf^-:^/fco ^^tfe5»M^^nvF^^^^7^- (TLC) ti. 
^^^XSif^>U A^>6 0 F 2 5 4^^— FA n a 1 t e c h (0. 2 5mm) 

[0 0 7 4] 

^^y yy^- h(DUmm p Fxy^-I^^s Xt±s 

U ^ (r ;^ F U ^y ^ • ^ ^ x ^ / 2 O MM %) fc J: tf 

xt±wtiiWT^Hjs§M^ 2fSfc u mi^^&<D 2 5 %§Mt^fafcc^7j<?fmm 



(49) #S 2003-501420 

fc. tt^mLfco 7^y->aA^i.^'nVh^^^^7^- (Still e t a 
1. , J. Org. Chem. , 43, 2923 (197 8) ( 
Backer) ^V— H:7^^y U (4 7-6 1/im) ;&(^->iJ ij-^r'^ 

;P^fflV^Ttf^-D/c : ^mm^ttl^i. ffifcfHicc^:&V^PIi9 t±^2 0 : 1 ~5 0 : 
1 ^^fe-pfco 

[0 0 7 5] 

H-NMRX-^^ h/PtiS 0 OMH z^^^f'^cOB r u k e r M#g*efH^L.. 

C-NMRX-^^' h;^t±7 5MH zT^^f^LTfH^Lfco NMRX-^^' h;l^ti: 
^?DD.t^;^A:g:>^tM^£p (7. 2 5 p p m;&t5 7 7 . 0 0 p p m) tLTfflV^fc 
C D C 1 3 ( p p nrctaic) ^ CDs 0 D (3 . 4 Mt?fc 4 . 8 p p 

m;&C^4 9. 3ppm) h LT^ ji^^^i^fc ti^gPr h > (0. 
OOppm) :&fflV^T#fto fficDNM R?§^i:&i^5Sfc J: D f^ffl t-fto ^-SH-^? 
*^$g^$nfcii^fct±OTtD*W^f^fflLft : s (^>y^^V^yh). d (^^V 
Uyh) . t (hiJ7V^yh) ^ m (^j]yf-yuyh) . br (r^^p-rVH) 
. dd (^W^y h^^^^W^y h) . dt (h U ^^^y h^^^^W^y h) o A^y 

:fvy^^^m^^^^Hx\^^^m'Bi^ii^j]yy (Hz) ^^f^L^o 

[0 0 7 6] 

(I R) Ts^i^ hjUi? erkin-Elmer FT-IRX-^^^hn^ 
^-h;t^';K KBr-^^^yh. Xt±s C D C 1 3 LTffH 
mU #^&nTV>§ii^fcMm (cm ' ) T^f^Lfto MX-^^'h;Pt±L 
S IMSXt±^^^'^^xy^-fcJ:i9#fco ^Tc^m.^^ (mp) ti. ifiE^n 

[0 0 7 7] 

mmMA (1) 

[0 0 7 8] 

4, (4' -7^y-4-:7x^;P- [2, 5' ] li'^7yij;^2' 

/) — ^y-tfyx;P:i^yr^ F 



[0 0 7 9] 
[ft:3 4] 



(50) 



#S 2003-501420 




[0 0 8 0] 
[0 0 8 1] 

X@ Ci) :DBU(:o. 83g, 5. 5mmol):&4 - (7 5 /X/P^^-Zl' 
) 7x-;WV^:t^>r^^-h (1. 12g, 5. 0 mm o I) ^tfiyyyT^ 
K Co. 2 3g, 5. 5mmo 1) c^r-tr h^hiJ;P?§m C5 Om 1) fcj^j^nt^ 

. # & nfcM^m^&^rST^ 6 o 'p^mn i-fco Es^M^mic -tu^-y^h^^hv 

7^ Co. 6 6g, 5. 5 mmo 1 ) . ^V^T^a O^-'f^fcD B U Co. 8 3g, 5 

. 5mmo 1) ^mtwLfco Ei^M-^mmm^-mmu mm^mmmL 

s S^S^E t OA c C2 0 Om 1) fc?§g?Lfto E t OA c?§m^0. 1 Nc^H 
CI C 1 5 0 m 1 X 3 0) ^Xf^MyK-^^m^L. M g S 0 4 T^l^jiL. rllfiLfc 

o W^v-iJ A'^^>^^nVh:J'^^7^- CEtOAc) ^^)ffSL. 0. 73 g C 

4 8%) (7)2- C4-r^/x;^4-^-;^7x-;^) r^/-4-7^/-^ry 

[0 0 8 2] 

X@ Ci i) : 2- C4-7^/X;^vt^-;^:^x-;^) 7^/-4-7^/-^ 
TV— ;P-5 iJ;P CO. 59g, 2 mmo 1 ) ^) 2 0 % h Ux^;P 

7^y/}^Vi^y C50mi) mmi^. >j<7i<rag^^3o^WLf[:7i<^^^x^a^ 

Lfco ^^fik. u.mm\mmm^^. m.&-wmhfco 7)]yuy^7:^^u.mm 

t 0 A c E t 0 A c '^m^ s%^s,yw. C5 0 m 1 X 3 ) ^C)f^:ftig 



(51) 
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(4-7 ^ 7 ^ / - 4 -7 ^ /-^7 yWl'- 5 
t^=^t7^ K J: mibfc Co. 5 6 g , 9 5 %) o 
[0 0 8 3] 

mm^^Mt-^^-^mMt^fcm^., 2- C4-7^/X;Pvtx-;P7x^;P) 7^/ 
-4-7^/-^7V— ;V-5-;ij;yjK^:t7^ F Cl 6 4mg, 0. 5mmo 
1 ) ;&(^a-^^n^7-tr C 1 1 Omg, 0. 5 5mmo 1) C7)^^/ 

(2 Cm 1) ^^rS-f— »#L/fco ?t®^rJ^)±T^SL.. «:&e t 

OAc (5 Om\) l^mMLfco E t 0 A c ?f rt^lSffiN a H C 0 3 C 1 0 m 1 

4- C4' -7^/-4-7x-;P- [2, 5' ] i^^7yu;^2' -^;P7^ 
/) -^y-ff yX;VvtNy7^ F^#fco Mp 233-235^0 (decomp. 



) . HNMR (CDs OD) : 6 7. 9 6 (s, 1 H) , 7. 82 (s, 4H 



), 7. 44-7. 25 Cm, 4H). ESIMS CMH ) : 4 3 0 ; CM- 
H ) : 4 2 8. 
[0 0 8 4] 

Anal.Calcd for Ci8Hi5N502 S3:C, 50. 33; 
H, 3. 5 2 ; N, 16. 30;S, 2 2. 3 9. Found:C, 5 0. 62 
; H, 3. 5 4 ; N, 16. 0 3 ; S, 2 2. 12. 
[0 0 8 5] 

mmmp^ cd ^^^t^oicm\^^fc<Dtmimyjm^\ &.T<DmmmA C2) 

f)^^A C7 1) ^^Lfc. 
[0 0 8 6] 

mmmA (2) 

4- [4' -7^/- 4- C4-^ F^^y-7x-;W - C2, 5' ] }^^TV 
U;P2' -^;P7^/] — ^y-tfyx;^^t^y7^ F 

[0 0 8 7] 
[its 5] 



+ 



(52) 
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[0 0 8 8] 

mpl95-198°C. ' HNMR CCD30D) : SI . 78 (d, J = 8. 
80Hz, 2H) , 7. 75 (s, 4 H) , 7. 13 (s, 1 H) , 6. 88 C 
d, J=8. 86Hz, 2H) , 3. 75 (s, 3 H) . FABMS (MH^ ) 

: 4 6 0. 

[0 0 8 9] 

Anal.Calcd for CibHisNsOeSsIC, 50. 33; 
H, 3. 5 2 ; N, 16. 30;S, 2 2. 3 9. Found:C, 5 0. 62 
; H, 3. 5 4 ; N, 16. 0 3 ; S, 2 2. 12. 
[0 0 9 0] 

mmmk (3) 

4- C4' -7^/-A- C2-^h+^>-7x-;w - [2, 5' ] li'^ry 

[0 0 9 1 ] 

[ft:3 6] 




[0 0 9 2] 

mp231-235°C(decomp). Rf C7 5%EtOAc/Hex) = 



(53) #S 2003-501420 

0. 56. ' HNMR CCD3OD) :<58. 10 (dd, J=7. 79, 1. 
73Hz, 1 H) , 7. 7 9-7. 7 0 (m, 4H) , 7. 57 (s, 1 H) , 
7. 25-7. 19 Cm, IH), 7. 03-6. 93 (m, 2H), 3. 84 

(s, 3H) . FABMS (MH^ ) : 4 6 0. 

[0 0 9 3] 

4- C4' -r^/-4- (2, A--Jy]VtU-y:L:^]V) - [2, S' } ^ 
[0 0 9 4] 

[ft:3 7] 




[0 0 9 5] 

mp233-238°C. ' HNMR (CDs OD) :58. 26-8. 21 Cm 
, IH), 7. 88 (s, 4H), 7. 47 (s, IH), 7. 14-7. 07 

Cm, 2 H) . E S I M S (MH^ ) 14 6 6; [M-H ] : 4 6 4 . 

[0 0 9 6] 

Anal.Calcd for CibHis FaNsOaSs-O. 4H2O 
: C, 4 5. 7 3;H, 2. 94;N, 14. 82;S, 2 0. 3 5. Foun 

d : C, 4 5. 8 2 ; H, 2. 7 8 ; N, 14. 77;S, 2 0. 3 8. 
[0 0 9 7] 

mmmk is) 

A - [A' -7^7-4- C4-7;P^n-:7x-;W - [2, 5' ] l^^77 
iJ;P2' -^;P7^/] — ^y^fyx;^vt^y7^ F 

[0 0 9 8] 



[ft3 8] 



(54) 



#S 2003-501420 




[0 0 9 9] 

mp254-257''C. 'hNMRCCDsOD) : S 8. 01-7. 91 Cm 
, 2H) , 7. 8 8-7. 7 6 (m, 4H) , 7. 35 (s, 1 H) , 7. 20 
-7. 0 9 Cm, 2H) . 
[0 10 0] 

Anal. C a 1 c d for Cis Hi4 FN5O2 S3 :C, 4 8. 31 
;H, 3. 15; N, 15. 65;S, 21. 49. Found:C, 48. 4 
0 ; H, 3. 2 6 ; N, 15. 4 4 ; S, 2 1. 6 8. 
[0101] 

4- C4' -7^/-4- C2, 4->>^^'nn-7x-;P) - [2, 5' ] 

[0 10 2] 

[ft:3 9] 




[0103] 

mpl73-175°CCdecomp). 'hNMRCCDsOD) : S 7 . 9 
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7-7. 93 Cm, IH), 7. 87-7. 81 Cm, 4H), 7. 67-7. 
59 Cm, 1 H) , 7. 57 Cs, 1 H) , 7. 4 5-7. 3 9 Cm, 1 H) . 
F ABM S CMH^ ) : 4 9 8. 
[0 10 4] 

Anal.Calcd for Cis His Ciz N5 02S3:C, 43. 
3 8 ; H, 2. 63;N, 14. 05;S, 19. 30. Found:C, 43 
. 32 ;H, 2. 7 8 ; N, 13. 84 ;S, 19. 0 6%. 
[0 10 5] 

mmMA (7) 

4- [4' -T^/-4- C3-^'nn-5-7;P:tn-4-^^;P-7x-;P 

) - [2, 5' ] i^^ryu;P2' -^ji^T^/) --^y^fyx;^.t^yr^ K 

[0 10 6] 
UtA 0] 




F 



[0 10 7] 

mp208-212T. ' HNMR CDMSO-de) : S I 0. 63 Cs, N 
H) , 7. 95 Ct, J=8. 42Hz, 1 H) , 7. 73 Cq, J=9. 00 
Hz, 4H) , 7. 55 Cd, J=2. 32Hz, 1 H) , 7. 35 Cd, J = 
8. 55Hz, IH), 7. 17 Cs, NH2), 6. 96 Cs, NH2), 2 
. 28 Cs, 3H). ESIMS CMH^ ) : 4 9 6. 
[0 10 8] 

Anal.Calcd for C19H15 C1FN5 02 S3:C, 46. 
01;H, 3. 05; N, 14. 12;S, 19. 12. FoundiC, 45 
. 93;H, 3. 23;N, 13. 86;S, 19. 47. 
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[0 10 9] 

mmmk cs) 

4- C4' -r^/-4- (4-llKn^->-7x-;W - [2, 5' ] li^^r 
[0 110] 

[ft:4 1] 



mpl68-170°C Cdecomp) . HNMR (CDs OD) : 57. 8 
3 (s, 4H) . 7. 7 9-7. 7 6 (d, J=8. 59Hz, 2 H) , 7. 1 
6 Cs, 1 H) , 6. 8 5-6. 8 2 (d, J=8. 46Hz, 2 H) . FAB 



M S (MH ) : 4 4 6. 
[0 112] 

Anal.Calcd for CibHisNsOsSs-O. SHaOlC 

, 47. 56;H, 3. 55;N, 15. 41 ;S, 21. 16. Found: 
C, 4 7. 8 7 ; H, 3. 5 9 ; N, 15. 09;S, 21. 11. 
[0 113] 

HffiMA (9) 



4- (2, 4 ->?7;V:tn-7x-^;P) -N - (3, 4, 5-hiJy^h^v' 

- [2, 5' ] i^^ryu;P2' , 4' -i^r^y 

[0 114] 

[ft4 2] 




[0 111] 



2' 
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[0 115] 

mpl80-183°C (decomp) . HNMR (CDs OD) : 58. 2 
6-8. 23 Cm, 1 H) , 7. 41 (d, J=2. 2Hz, 1 H) , 7. 13 
-7. 05 (m, 2H) , 7. 02 (s, 2H) , 3. 90 (s, 6H) , 3. 
78 Cs, 3H) . FABMS (MH^ ) : 4 7 6. 
[0 116] 

Anal.Calcd for C21 Hib F2N403 S2:C, 52. 9 
3 ; H, 3. 8 1 ; N, 11. 76;S, 13. 4 6. Found:C, 52. 
8 1 ; H, 3. 7 2 ; N, 11. 5 8 ; S, 13. 4 5. 
[0 117] 

mmmk ci o) 

4- C4' -7^/-2' - (3, 4, 5-hiJ^ - 
C2, 5' ] i^^ryU;^4-^;W 

[0 118] 

[ft:4 3] 




[0 119] 

mpl29-133°C (decomp). ' HNMR (CDs OD) : S 7 . 8 



(58) #S 2003-501420 

0 Cd, J=8. 09Hz, 2H) , 7. 16 (s, 1 H) , 7. 02 (s, 2 
H) , 6. 86 (d, J=8. 09Hz, 2H) , 3. 90 (s, 6H) , 3. 
78 (s, 3H) . ESIMS (MH^ ) : 4 5 7 ; (M-H) : 4 5 5. 
[0 12 0] 

Anal.Calcd for C21 H20 N404 S2-1. OEt^O: 
C, 5 6. 5 8 ; H, 5. 7 0 ; N, 10. 56;S, 12. 08. Found 

: C, 5 6. 2 7 ; H, 5. 4 8 ; N, 10. 69;S, 12. 0 0. 

[0 12 1 ] 

mmMA (11) 

4- C4' -7^/-2' - (3, 4, 5-hU^ - 
[2, 5' ] i^^ryU;^4-^;W — ^yW^y ^^r-v^y 
[0122] 
lit A 4] 

0CH3 



COOCH; 
[0 12 3] 

mp 2 4 0-2 4 5'C (d e c omp) . HNMRCCD3OD) : S & . 1 
8-8. 16 Cd, J=8. 46Hz, 2 H) , 8. 0 9-8. 0 6 (d, J = 
8. 09Hz, 2H), 7. 06 (s, IH), 4. 38 (q, J=7. 35H 

z, 2H) , 3. 85 Cs, 6H) , 3. 68 (s, 3H), 1. 41-1. 3 
7 (t, J=6. 99Hz, 3H) . FABMS (MH^ ) : 5 1 3. 
[0 12 4] 

Anal.Calcd for C22H2oN405 S2*0. 3Et20: 
C, 5 6. 5 9 ; H, 5. 0 9 ; N, 10. 48;S, 11. 99. Found 
: C, 5 6. 2 4 ; H, 4. 83;N, 10. 26;S, 11. 8 6. 
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[0 12 5] 

ummk (1 2) 

[2, 5' ] lf^ryU;P4-^;W --^y^fy-l, 2->>^;t-;P 
[0 12 6] 

[ft:4 5] 



mpl32-137°C (decomp) . HNMR (CDs OD) : 57. 4 
2-7. 41 (d, J=2. 20Hz, IH), 7. 32-7. 28 (dd, J 
= 7. 6 5, 1. 8 4 Hz, 1 H) , 7. 11 (s, 1 H) , 7. 07 (s, 2 
H) , 6. 8 5-6. 8 2 (d, J=8. 45Hz, 1 H) , 3. 90 Cs, 6 



H), 3. 78 Cs, 3H). FABMS (MH ) : 4 7 3. 
[0 12 8] 

HMMA (13) 

4- [4' -7^/-2' - (3, 4, 5-hiJ^ - 
[2, 5' ] i^^ryU;^4-^;W -2-^ 

[0 12 9] 

[ft:4 6] 




OCH, 



[0 12 7] 



+ 



(60) 



#S 2003-501420 




[0 13 0] 

mp202-203°C. HNMRCCDsOD) : S7 . 42 (s, IH), 
7. 39 (d, J=2. llHz, IH), 7. 15 (s, IH), 6. 99 C 
s, 2H) , 6. 97 Cd, J=2. lOHz, 1 H) , 3. 91 (s, 3 H) 
, 3. 88 Cs, 6H), 3. 76 (s, 3H). FABMS (MH^) :48 

7 . 

[0 13 1] 

Anal.Calcd for C22H22N405 S2:C, 54. 3i; 
H, 4. 5 6 ; N, 11. 5 1 ; S, 13. 18. Found:C, 54. 52 
; H, 4. 7 0 ; N, 11. 2 6 ; S, 13. 3 2. 
[0 13 2] 

mmmk (14) 

4- C4' -T^/-4- C4-7;P:tn-4 -5->?^;^- [2 
, 5' ] i^^ryu;V2' — ^y-tfyx;^4-Nyr^ f 

[0 13 3] 
[ft 4 7] 




[0 13 4] 



(61) #^2003-501420 
mpl45-148°CCdecomp). 'hNMRCCDsOD) : S 1 . 9 
0-7. 82 Cm, 4H), 7. 76-7. 70 (m, 2H), 7. 22-7. 
17 (m, 2H), 2. 56 (s, 3H). HRFABMS:Calcd. fo 
r Ci9 Hi6 FNsOeSs CMH^) :461. 0450. Found: 
4 6 1. 0 4 6 6. 
[0 13 5] 
HMMA (1 5) 

4- [4' -7^7-5- iA-y Mvi-^y-JM -4->^^;P- [2, 5 

[0 13 6] 
UtA 8] 




[0 13 7] 

mpl30-135°C Cdecomp) . HNMR (CDs OD) : 57. 7 
6-7. 68 (m, 4H), 7. 17-7. 12 (m, 2H), 6. 97-6. 
90 Cm, 2H) , 3. 97 Cs, 2 H) , 2. 23 Cs, 3 H) . 
[0 13 8] 

Anal. Calcd for C20 Hib FN5O2 S3 :C, 5 0. 51 
; H, 3. 8 1 ; N, 14. 73;S, 2 0. 2 3. Found:C, 50. 4 

0;H, 3. 73; N, 14. 64;S, 20. 37. 
[0 13 9] 

rnmik ci 6) 

4- C4' -7^7-4- C3-t F'n^^v'-7x^;l') - C2, 5' ] v:^7 
7U;P2' -7;P7^7] — ^y^fyx;^vt^y7^ K 

[0 14 0] 
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[ft:4 9] 




C5H 



[0 14 1] 



mp205-209T (decomp) . HNMR (CDs OD) : 57. 9 
4-7. 81 (m, 4H), 7. 43-7. 39 (m, 2H), 7. 33 (s, 
IH), 7. 24 Ct, J=8. 17Hz, IH), 6. 80-6. 75 Cm, 



1 H) . F ABMS CMH ) : 4 4 5. 
[0 14 2] 

Anal.Calcd for Ci8Hi5N503 S3:C, 48. 53; 
H, 3. 39;N, 15. 72;S, 21. 5 9. Found:C, 4 8. 74 
;H, 3. 47; N, 15. 44;S, 21. 31. 
[0 14 3] 

mmmk (1 7) 

3- C4' -7^/-2' - (3, 4, 5-hiJ^ h + - 

[2, 5' ] ^^7V''))^A-4M -:7x/-;P 

[0 14 4] 

[ft:5 0] 



+ 




OCH 



[0 14 5] 
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mp226-230°C. 'hNMRCCDsOD) : S 1 . 43-7. 41 Cm 
, 2H), 7. 31 (s, IH), 7. 28-7. 23 Cm, IH), 7. 02 

Cs, 2H) , 6. 8 0-6. 7 7 Cm, 1 H) , 3. 90 Cs, 6H) , 3. 
78 Cs, 3H) . FABMS CMH^ ) : 4 5 6. 

[0 14 6] 

Anal.Calcd for C21 H20 N404 S2:C, 55. 25; 
H, 4. 4 2 ; N, 12. 27;S, 14. 05. Found:C, 55. 39 
;H, 4. 56; N, 12. 07;S, 14. 05. 
[0 14 7] 

mmmk ci 8) 

5- C4' -7^/-2' - C3, 4, 5-hiJ^ - 

[2, 5' ) '^97V^^)]VA-4M -^y^y-i, 3--Jt~)V 

[0 14 8] 
[ft5 1] 




OH 



OH 



[0 14 9] 

mpl98-202°C. 'hNMRCCDsOD) :<57. 21 Cs, IH), 

6. 99 Cs, 2H) , 6. 9 1 Cd, J=2. 06Hz, 2 H) , 6. 27 C 

t, J=2. 03Hz, 1 H) , 3. 88 Cs, 6 H) , 3. 77 Cs, 3 H) 

. FABMS CMH^ ) : 4 7 3. 
[0 15 0] 

Anal.Calcd for C21 H20 N4O5S2-0. 5H£0:C 

, 52. 38;H, 4. 40;N, 11. 63;S, 13. 32. Found: 
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C, 5 2. 5 3 ; H, 4. 4 4 ; N, 11. 83;S, 13. 47. 
[0 15 1] 
HMMA (19) 

3- [4' - (3, 4, 5-hU>^ h^^>-7x-;Pr^/) - 

C2, 5' ] lf^7yU;V4-^;W -5 h^->-7x/-;y 
[0 15 2] 

[ft:5 2] 



0CH3 




0CH3 



[0 15 3] 

mp208-210°C. HNMRCCDsOD) : 6 1 . 14 (s, IH), 
6. 89-6. 86 (m, 2H), 6. 85 (s, 2H), 6. 23 Ct, J = 
2. 06Hz, 1 H) , 3. 75 (s, 6 H) , 3. 69 (s, 3 H) , 3. 6 
3 (s, 3H) . FABMS (MH^ ) : 4 8 6. 
[0 15 4] 

Anal.Calcd for C22H22N4O5S2-0. 5H20;C 
, 54. 20;H, 4. 57;N, 11. 49;S, 13. 16. Found: 
C, 5 4. 0 2 ; H, 4. 7 1 ; N, 11. 09;S, 13. 56. 
[0 15 5] 

mmmk (2 0) 

4- C4' -7^/-A- (4-liKn^^>-:7x-;W - [2, 5' ] ^^97 

[0 15 6] 
[ft:5 3] 
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OCH, 



[0 15 7] 



mp200-203''C (decomp) . HNMR (CDs OD) : 57. 3 
0 (s, IH), 6. 98 (s, 2H) , 6. 83 (d, J=2. 93Hz, 1 
H) , 6. 56 Cd, J=2. 93Hz, 1 H) , 3. 88 (s, 6H) , 3. 



81 Cs, 3H), 3. 76 (s, 3H) ;FABMS (MH ) : 5 6 5/5 

6 7. 

[0 15 8] 

Anal.Calcd for C22H21 BrN4O5S2*0. 5H2O 
:c, 46. oo;H, 3. 8(3;N, 9. 75:S, 11. 16. 

Found:C, 46. 26;H, 3. 69; N, 9. 55;S, 11. 09. 
[0 15 9] 

mmMA (2 n 

3- [4' -y^/-2' - C4-x;Pyr^;l'-7x-;^7^/) - [2, 5 
' 3 ir^7yU;V4-^;W — ^yW^y^^r->yF 
[0 16 0] 
[ft 5 4] 



+ 




COOH 
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[0161] 

1 HNMR (DM S0-d6) : 6 1 0. 94 (s, OH), 8. 46 (s, 1 
H) , 8. 18 Cd, J=7. 80Hz, 1 H) , 7. 92 (d, J=7. 80 
Hz, IH), 7. 78 Cm, 4H), 7. 56 Ct, J=7. 80Hz, IH 
), 7. 22 (brd, NH2), 7. 04 (brd, NH2). 

[0 16 2] 

Anal. Calcd for C19H15N5O4S3-0. 3EtOAc 
:C, 48. 52;H, 3. 51 ;N, 14. 01 ;S, 19. 24. 
Found:C, 48. 37;H, 3. 67; N, 13. 97;S, 19. 24 

[0 16 3] 

mmmk (z 2) 

5- C4' -T^/-2' - (3, 4, 5-hU^ h^^>-7x-;l^r^/) - 
[2, 5' ] i^^ryU;^4-^;W -2-'^UU-y:L/~;]y 
[0 16 4] 
[ftS 5] 



[0 16 5] 

mp 2 3 5-2 3 8°C. IHNMR (CD30D) : S 7 . 61 (d, J = l. 

92Hz, 1 H) , 7. 4 7-7. 3 9 Cm, 2H) , 7. 37 Cs, 1 H) , 

7. 05 Cs, 2H) , 3. 94 Cs, 6 H) , 3. 82 Cs, 3 H) . FAB 
M S CMH + ) : 4 9 0. 
[0 16 6] 

Anal. Calcd for C21H19C1N404S2:C, 51. 3 




OCH 
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7;H, 3. 90;N, 11. 4i;S, 13. O6. Found:C, 51. 
3 8 ; H, 3. 9 5 ; N, 11. 3 2 ; S, 12. 7 2. 
[0 16 7] 

mmmA (23) 

2- [4' -7^/-2' - (3, 4, h^>'-7x^;V7"^/) - 

[2, 5' ) if^7yU;V4-^;W 

[0 16 8] 

[ftS 6] 



[0 16 9] 

mpl86-190°CCdecomp). 1HNMR(CD30D) : 6 7 . 8 
8 (dd, J=7. 99, 1. 61Hz, IH, ), 7. 62 (s, IH), 7 
. 2 7-7. 2 0 Cm, 1 H) , 7. 04 (s, 2 H) , 6. 98-6. 91 C 
m, 2H) , 3. 92 (s, 6H) , 3. 80 (s, 3H) . FABMS (MH 
+ ) : 4 5 7 . 
[0 17 0] 

Anal. Calcd for C21H20N4O4S2:C, 55. 25; 
H, 4. 4 2 ; N, 12. 27;S, 14. 05. Found:C, 55. 28 
; H, 4. 6 2 ; N, 11. 9 6 ; S, 13. 7 2. 
[0 17 1] 

mmmA (24) 

4- C4' -7^/-4-p-hiJ;P- C2, 5' ] ^=^79V;l^2' ]V7 
[0 17 2] 
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[ftS 7] 




[0 17 3] 

IHNMR CDMSO) : 5 7. 9 2-7. 8 4 (m, 4 H) , 7. 32 Cm, 
3H) , 7. 1 1 (s, 2H) , 2. 39 (s, 3 H) . FABMS (M + ) : 
443; CMNa+) :466. 
[0 17 4] 

mmmA (2 5) 

2- W -7^/-2' - (3, 4, - 
[2, 5' ] i^^ryu;^4-^;W --^y-tfy-i, 4--Jt~}i^ 

[0 17 5] 

[ft:5 8] 



[0 17 6] 

mp 2 0 8-2 1 2°C (d e c omp) . ; 1 H NM R (C D 3 0 D) : S 7 . 
56 (s, IH), 7. 31 Cd, J=2. 80Hz, IH), 7. 00 (s, 
2H) , 6. 77 Cd, J=8. 69Hz, 1 H) , 6. 68 Cdd, J=8. 
72, 2. 87Hz, IH), 3. 89 Cs, 6H), 3. 77 Cs, 3H). 
E I SM S CMH+) : 4 7 3. 
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[0 17 7] 

Anal. Calcd for C21H20N4O5S2-0. 45H20; 
C, 5 2. 4 7 ; H, 4. 38;N, 11. 66;S, 13. 34. 
Found:C, 5 2. 7 7 ; H, 4. 4 8 ; N, 11. 23;S, 12. 98 

[0 17 8] 

mmmk (2 6) 

3- C4' -7^7-2' - (3, 4, 5-hVy^h^iy-yx^jl^7^/) - 
C2, 5' ] tr^7yU;^4-7;W -4 -7nt-7x/-;V 

[0 17 9] 

[f[:5 9] 



[0 18 0] 

mp214-216°C. IHNMR CCD30D) : S 7 . 47 (d, J=8. 
67Hz, IH), 7. 38 (s, IH). 7. 26 (d, J=3. 02, IH 
) , 7. 07 Cs, 2H) , 6. 72 (dd, J=8. 6 9, 3. 0 7Hz, 1 
H) , 3. 89 Cs, 6H) , 3. 76 (s, 3H) . FABMS CMH + ) : 
5 3 5/5 3 7. 
[0181] 

Anal. Calcd for C21H19BrN404S2;C, 47. 1 
1 ; H, 3. 5 8 ; N, 10. 46;S, 11. 85. Found:C, 47. 
3 1 ; H, 3. 6 5 ; N, 10. 2 6 ; S, 11. 8 5. 
[0 18 2] 

mmmh (2 7) 
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2- [4' -7^/-4 ty-/ Cb] =^ty.:^y-3-'^;V- C2, 5' ] ^ 

[0 18 3] 

[ft:6 0] 




[0 18 4] 

mpl55-160°C(decomp). 1HNMR(CD30D) : S S . 3 
9 (d, J=7. 94Hz, IH), 8. 01 (s, 1 H) , 7. 96 (d, J 
= 7. 72Hz, IH), 7. 86 (s, 4H), 7. 5 0-7. 3 9 Cm, 3 
H) . F ABMS CMH+) : 4 8 5. 
[0 18 5] 

mmB\A (2 8) 

4- {4' -T^/-4- [4- (2, 4 -v^^^'nn-^x-;^) -7^y-2 
- [2, 5' ] i^^ryu;^2' -^;]yT^/} — ^y-tf 

[0 18 6] 

[ft:6 1] 
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O. 



o 




C! 



[0 18 7] 

mp225-230°C(decomp). 1HNMRCCD30D) : SS. 0 
0 Cd, J=8. 62, 1 H) , 7. 86 (s, 4 H) , 7. 58 (d, J=2 
. 10, 1 H) , 7. 4 5 Uld. J =8. 6 0, 2. 12Hz, 1 H) , 7. 
40 (s, IH), 7. 29 (d, J=3. 61Hz, IH), 6. 97 (d, 
J=3. 59, IH). FABMS CMH+) : 5 6 4/5 6 6. 
[0 18 8] 

mmmA iz 9) 

3- C4' -r^y-2' -yntvi^r^/- C2, 5' j ii'^ryu;^4-Y 

[0 18 9] 

[ft:6 2] 



[0 19 0] 

1HNMR(CD3C0CD3) :58. 43 (s, IH), 7. 50 (d, 1 
H) , 7. 43 (d, 1 H) , 7. 3 0-7. 2 0 (m, 3H) , 6. 55 (s 
, 2H), 3. 40 Ct, 2H), 1. 69 (sextet, 2H), 0. 97 
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C t , 3 H) . E S I M S (MH+) : 3 3 3 ; (MN a +) : 3 5 5 ; (MH 
-) : 3 3 1 . 
[0 19 1] 

mmmA (3 0) 

3- (A' -7^/-2' -:^^;1'7^/- (2, 5' } ^^TVVjI^ 
[0 19 2] 

[ft:6 3] 



[0 19 3] 

1HNMR(CD3C0CD3) : 5 8. 40 Cs, IH), 7. 50 (d, 1 
H) , 7 . 4 3 Cd, 1 H) , 7 . 3 1-7. 15 (m, 3H) , 6. 63 (s 
, 2H), 3. 00 (d, 3H). ESIMS (MH+) : 3 0 5 ; (M-H- 
) : 3 0 3. 

[0 19 4] 

mmmA is n 

3- C4' -y^/-2' - (3, 4, 5-hiJ^ - 

[2, 5' ] i^^ryU;^4-^;W -N-7x^^^;P — vyXT^]^ 
[0 19 5] 

[fte 4] 
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[0 19 6] 

E SMS (MH+) : 5 8 8. 

Anal. Calcd for C30H29N5O4S2:C, 61. 3i; 
H, 4. 97;N, 11. 92;S, 10. 91. F o u h d : C , 61. 02 
; H, 4. 8 6 ; N, 11. 7 2 ; S, 10. 8 3. 
[0 19 7] 

mmmk (3 2) 

3- C4' -7^/-2' - (3, 4, h + - 

(2, 5' ] i^^ryU;^4-^;W -N — syiyji^ — syXT^}^ 

[0 19 8] 

[ft:6 5] 




[0 19 9] 

E SMS (MH + ) : 5 7 4. 
[0 2 0 0] 

mmmA (33) 

3- C4' -7^/-2' - (3, 4, h^>'-7x^;P7^y) - 

[2, 5' ] lf^7V^U;P4-^;W -N-'7x-;P — ^yX7^ F 



[0 2 0 1 ] 
UtQ 6] 
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[0 2 0 2] 

Anal. Calcd for C28H25N5O4S2-0. 8H20:C 
, 5 8. 5 8 ; H, 4. 6 7 ; N, 12. 20;S, 11. 17. Found: 
C, 5 8. 6 8 ; H, 4. 4 9 ; N, 12. 23;S, 11. 33. 
[0 2 0 3] 

mmmk (34) 

3- C4' -7^/-2' - (3, 4, 5-hiJ^ - 

C2, 5' ] tr^ryij7l/4-^;W -N- (4-^yyptf;l'-3-;^^;P- 

[0 2 0 4] 

[ft:6 7] 




[0 2 0 5] 

E SMS (MH+) : 6 1 6. 

Anal. Calcd for C 3 2 H 3 3 N 5 0 4 S 2 • 0 . 4H20: 
C, 61. 6 9 ; H, 5. 4 7 ; N, 11. 24;S, 10. 29. Found 
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: C, 61. 7 6 ; H, 5. 2 6 ; N, 11. 08;S, 10. 18. 
[0 2 0 6] 

mmMA (3 5) 

3- [4' -r^y-2' - (3, 4, 5-hU>^ h^^>-7x-;Pr^y) - 

[2, 5' ] l^^7yU;V4-^;W -N- (Z-^^jV-^/Vy-G-^jl^ 
) — VyX7^\^ 
[0 2 0 7] 

[ft:6 8] 




[0 2 0 8] 

E SMS CMH + ) : 6 2 5. 

Anal. Calcd for C32H28N6O4S2-0. 2H20:C 
, 58. 41 ;H, 4. 36;N, 12. 65;S, 9. 66. Found:C 
, 5 8. 4 0 ; H, 4. 3 1 ; N, 12. 28;S, 9. 54. 
[0 2 0 9] 

mmmk (3 6) 

[3- (4' -7^/-2' -p-hVjl^7^/- [2, 5' ] t:^ryU;P4 
[0 2 10] 

[ft:6 9] 
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[0 2 1 1] 

1HNMRCCD3C0CD3) : S 8. 85 (s, IH), 8. 21 Cs, 1 
H), 7. 70-7. 25 (m, 14 H), 6. 52 (s, 2H), 5. 30 C 
s, 2H), 2. 41 Cs, 3H). ESIMS CMH + ) : 5 1 4 ; (MH- 
) : 5 1 2. 

[0 2 12] 

mmmk (3 7) 

N- {3- C4' -7^/-2' - C3->>^X^;Pr^/-ynt°;Pr^/) - 
[2, 5' ] i^^ryU;^4-^;W -4 — vyXT^]^ 

[0 2 13] 
[ft7 0] 




[0 2 14] 

1HNMR(DMS0-D6) : S I 0. 39 (s, IH), 9. 12 (s, 1 
H) , 8. 35 Cs, 2H) , 7. 96 Cm, 3H) , 7. 79 Cm, 1 H) , 
7 . 6 9-7. 3 9 Cm, 6 H) , 3 . 36 Cm, 2 H) , 3 . 12 Cm, 6 H 

) , 2. 9 3 Cm, 2H) , 1. 2 0 Cm, 6 H) . ESIMS CMH+) : 5 
0 7. 

[0 2 15] 
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UMA (3 8) 

N- [3- (4' -7^/-2' -y^^^^/Vr^/- [2, 5' ] If^T^yiJ 

[0 2 16] 

[ft:? 1] 




[0 2 17] 

1HNMR(DMS0-D6) ;<510. 39 (s, IH), 8. 42-7. 1 
5 (m, 16 H), 6. 85 (s, IH), 5. 20 (broads, 2H), 
2. 9 0 Cm, 2 H) , 3. 5 0 Cm, 2 H) . E S I M S CMH+) : 4 9 8 

[0 2 18] 

rnmik C3 9) 

3- C4' -r^/-4- C3 — - C2, 5' ] 

[0 2 19] 
[ft 7 2] 




[0 2 2 0] 
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1HNMRCDMS0-D6) :610. 39 Cs, IH), 10. 38 (s, 
1 H) , 8. 37 (s, 1 H) , 8. 16 (s, 1 H) , 8. 18 (d, 1 H) 

, 7. 98 (d, 2H) , 7. 84 (d, 1 H) , 7. 70 (d, 1 H) , 7. 
65-7. 39 Cm, 8H), 7. 10 (broad s, 2H), 3. 89 ( 
s, 3H) . E S IMS (MH + ) : 5 2 8 ; (MNa+) : 5 5 0 ; (MH- 

) : 5 2 6. 
[0 2 2 1] 

^%MA (4 0) 



3- [4' -7^7-4- (3 — ^yVV;P7^/7x-;W - [2, 5' ] 
^ 7 y U ;V 2 ' 7 ^ /] — ^ y VV 7 K r;^ 

[0 2 2 2] 

[ft7 3] 



[0 2 2 3] 

1HNMR(DMS0-D6) :510. 80 (s, IH), 10. 38 (s, 
1 H) , 8. 37 (s, 1 H) , 8. 16 (s, 1 H) , 8. 15 (d, 2 H) 
, 8. 00 (d, 2H) , 7. 88 (d, 1 H) , 7. 7 5-7. 4 0 (m, 8 
H), 7. 10 (broad s, IH), 4. 38 (quartet, 2H) 
, 1. 39 (t, 3H). ESIMS (MH + ) : 5 4 2 ; (MN a+) : 5 6 
4. 

[0 2 2 4] 

mmmA (41) 

N- {3- [4' -7^7-2' - (^yV [1,3] ly't^i^-S-^jVr^ 
/) - [2, 5' ] 1^^7yiJ;P4— i';!.] y:z:=-M — ^yX7^F 




[0 2 2 5] 
lit! 4] 
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[0 2 2 6] 

1HNMRCDMS0-D6) : S I 0. 41 (m, 2H), 8. 35 (s, 1 
H) , 8. 0 0-6. 8 8 (m, 1 4 H) , 6. 10 (s, 2 H) . 
E S I M S CMH+) : 5 1 4 ; CMH-) : 5 1 2. 
[0 2 2 7] 

mmmA (4 2) 

N- {3- C4' -7^/-2' - (3, 5->>^^^;P7x-;Pr^/) - (2 
, 5' ] i^^ryU;P4-^;W --^yXr^K 

[0 2 2 8] 
Ut7 5] 




[0 2 2 9] 

1HNMR(CD30D) : S S. 36-6. 79 Cm, 16 H), 6. 68 C 
s, 1H)2. 28Cs, 6H).ESIMS CMH+) * : 9 9 3 ; (MNa 
+) * : 10 15. 
[0 2 3 0] 

mmmh (43) 
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N- {3- C4' -7^/-2' - (Ay^y-s—^ji^r^/) - {2, s' 

[0 2 3 1] 
lit! 6] 



[0 2 3 2] 

1HNMRCCD30D) : 5 8. 50-7. 15 Cm, 17 H), 2. 95 C 
m, 4H) , 2. 15 Cm, 2H) . E S IMS CMH + ) : 5 1 0 ; CMNa 
+ ) : 5 3 2 ; CMH-) : 5 0 8. 

[0 2 3 3] 

mmmk C4 4) 

[3- C4' -T^/-2' -m-h iJ;V7^/- [2, 5' ] lf^rv'U;^4 

[0 2 3 4] 
[ft 7 7] 



[0 2 3 5] 

1HNMRCCD30D) :58. 25-6. 81 Cm, 18 H), 2. 29 C 
s, 3H) . ES IMS CMH + ) : 4 8 4 ; CMNa+) : 5 0 6. 
[0 2 3 6] 
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UMA (4 5) 

N- {3- C4' -7^/-2' - (2, 3->?tFn--^yy [i, 4 J >?;t 
^->y-6-^;yr^/) - [2, 5' ] i^^ryU;^4-^;W 
— syXT^ K 

[0 2 3 7] 

[ft:7 8] 




[0 2 3 8] 

1HNMRCCD30D) :58. 42-6. 83 Cm, 17 H), 4. 29 C 
m, 4H) . E S I M S CMH + ) :528; CMNa+) :550. 
[0 2 3 9] 

mmMA (4 6) 

N- {3- C4' -T^/-2' - C3-^^;PX;P7r-;P-7x-;Pr^/ 
) - C2, 5' ] i^^ryU;P4-^;W — ^yXr^K 

[0 2 4 0] 

[ft:7 9] 




[0 2 4 1 ] 

1HNMR(DMS0-D6) :<510. 39 (s, IH), 8. 89 (d, 2 
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H) , 8. 5 1- 6. 9 1 (m, 1 8 H) . E S I MS CMH+) * : 10 2 9 
[0 2 4 2] 

mmmA (47) 

N- {3- C4' -7^7-2' - (3, 4-77 h^>'-7x^;P7^/) - 
[2, 5' ) lf^7yU;V4-^;W — ^yX7^H 
[0 2 4 3] 

[ft:8 0] 



[0 2 4 4] 

IHNMR CCD30D) : S 8. 32 (s, IH), 7. 98 (d, 2H), 
7. 78-6. 91 (m, 14H), 3. 88 (s, 3H), 3. 81 (s, 3 
H) . ESIMS CMH+) :5 3 0; CMNa+) :5 5 2. 
[0 2 4 5] 

MMMA (4 8) 

N- {3- [2' - (3-7-tr^;P7^/-4-^^;P-7x-;^7^7) -4 
' 7^7- [2, 5' ] l^^7yU;P4-^;W -7x-;H --^7X7^ K 

[0 2 4 6] 
litS 1] 
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[0 2 4 7] 

1HNMR(CD30D) : S 8 . 32 (s, IH), 7. 98 (d, 2H), 
7. 72-7. 15 (m, 15H), 2. 22 (s, 3H), 1. 98 (s, 3 
H) . E S I MS CMH+) : 5 4 1 ; (MN a+) : 5 6 3 ; CMK+) : 5 
7 9 ; (MH-) : 5 3 9. 
[0 2 4 8] 

mmmk (4 9) 

N- {3- C4' -T^/-2' - Cl, 2, 3, 4-rh 

^tKn-7^^>>>-6-^;Pr^/) - [2, 5' ] l^^ryU;^4-^;P 

[0 2 4 9] 
[ft8 2] 



o 




[0 2 5 0] 

1 HNMR (DM S 0-D 6) : <5 1 1 . 11 (s, 1 H) , 10. 3 9 (s, 
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IH), 8. 35-7. 10 (m, 17 H). ESIMS CMNa+) :576 
; (MH-) : 5 5 2. 
[0 2 5 1] 

mmmA (50) 

3- [4' -7^7-4- C3--<yVV;P7^y-7^^;W - [2, 5' ] 
[0 2 5 2] 

[ft:8 3] 



[0 2 5 3] 

1HNMRCDMS0-D6) :510. 79 (s, IH), 10. 39 Cs, 
1 H) , 8. 35 (s, 1 H) , 8. 18-7. 34 Cm, 16H). ESIM 
S CMH+) :514; (MNa+) ;5 3 6; (MH-) :512. 
[0 2 5 4] 

mmmA (5 d 

4- (4' -7^/-4- (3 — ^yX7^F7x-;W - [2, 5' ] lf^7 

[0 2 5 5] 
[ft:8 4] 




.0 
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H 




[0 2 5 6] 

lHNMRCd6-DMS0) :<51. 2 (t, 3H), 4. 3 Cq, 2H), 
7. 4 Ct, IH), 7. 5-8. 0 (m, 14H), 8. 35 (s br, 1 
H) , 10. 4 Cs, IH), 10. 95 Cs, 1 H) . ESIMS CMH+) 
: 5 4 2 ; CM-H-) : 5 4 0. 
[0 2 5 7] 

mmmk (5 2) 

4- (4' -7^/-4- (3 — - [2, 5' ] }^=^T 

[0 2 5 8] 
[ft8 5] 



[0 2 5 9] 

IHNMR (CD30D) : 52. 6 Cs, 3 H) , 7. 2-7. 8 (m, 11 
H), 8. 35 Cs br, IH), 7. 9 (d, 2H), 8. 2 (s br, 
1 H) . ESIMS CMH+) : 5 0 0 ; (M + N a+) : 5 2 2 ; (M+K + 
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) : 5 3 8. 
[0 2 6 0] 

mmMA (5 3) 

3- (4' (3 — - [2, 5' ] ^i'T 

[0 2 6 1] 

[ft:8 6] 



[0 2 6 2] 

lHNMR(d6-DMS0) : S7 . 1 (s br, IH), 7. 4 (t, 1 
H) , 7. 5-7. 7 Cm, 7H) , 7. 85 Cm, 1 H) , 8. 0 Cm, 2H 
) , 8. 25-8. 4 Cm, 3H) , 9. 0 Cd, 1 H) , 1 0. 4 Cs, IH 
), 10. 95 (s, IH). ESIMS CM + N a+) : 4 9 3 ; (M-H) 

: 4 6 9. 

[0 2 6 3] 
HffiMA (5 4) 

2- C4' -7^/- 4- (3--^yXr^ K^x-zW - C2, 5' ] ^^7 
;P 

[0 2 6 4] 

[ftST] 
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[0 2 6 5] 

IHNMR Cd6-DMS0) : S3. 8 (s, 3H), 7. 0 (s br, 2 
H) , 7. 4 (t, 1 H) , 7. 5-7. 7 (m, 6H) , 7. 8 5 (m, IH 
) , 8. 0 Cm, 3H) , 8. 1 5 (d, 1 H) , 8. 3 5 Cm, 1 H) , 10 
. 4 (m, 1 H) . E S I MS CMH+) : 5 3 4 ; CM + Na+) : 5 5 6 ; 

(M-H-) : 5 3 2. 

[0 2 6 6] 

mmMA (5 5) 

4- (4' -y^/-4- (3 ^yXr^F7x-;W - [2, 5' ] '^^7 

[0 2 6 7] 
[ft8 8] 




[0 2 6 8] 

1 HNMR (d 6-DMS 0) : <5 1 . 2 - 1 . 6 Cm, 6H) , 3. 1 Cm, 
4H) , 7. 3-8. 5 Cm, 1 4H) , 8. 9 Cd, 1 H) , 10. 4 Cs, 
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1 H) , 10. 5 Cs, 1 H) , 11. 2 (s, 1 H) . ESIMS CMH+) 
: 6 1 7 ; CM-H) - : 6 15. 
[0 2 6 9] 

HffiMA (5 6) 

4- (4' -7^/- 4- (3 — ^yX7^F7x-;^) - [2. 5' ] 

[0 2 7 0] 

[ftS 9] 



[0 2 7 1] 

IHNMR Cde-DMSOj : 61. 2-7. 9 (m, 1 3 H) , 8. 2 (d 
, 2H) , 8. 3 (s, 1 H) , 10. 3 Cs, 1 H) , 11. 2 (s, 1 H) 
. ESIMS CMH+) : 5 1 5 ; (M-H) - : 513. 

[0 2 7 2] 

HMMA (5 7) 

4- (4' -7^/- 4- (3 — ^yX7^K7x-;W - [2, 5' ] l^^7 
yU;P2' -^;P7^/) -h^yx — ^yVV;P-D L -.t^^-tr U y^^' h y 
[0 2 7 3] 

[ft:9 0] 
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[0 2 7 4] 

IHNMR Cde-DMSO) : 52. 5 Cm, 1 H) , 2. 7 Cm, 1 H) , 

4. 3 5 Cm, 1 H) , 4. 5 Cm, 1 H) , 4. 8 Cm, 1 H) , 7. 2 Cm 
, IH) , 7. 4 5 Cm, 3H) , 7. 5 5 Cm, 4 H) , 7. 7 5 Cm, 5H 
) , 7. 8 5 Cm, 3H) , 8. 0 Cm, 3H) , 8 . 3 5 Cm, 1 H) . E S 

IMS CMH+) :5 9 7; CM + Na+) : 6 1 9. 

[0 2 7 5] 

mmmk C5 8) 

4- C4' -r^/-A- C3 — - [2, 5' ] li'^r 

[0 2 7 6] 
[ft9 1] 




[0 2 7 7] 

IHNMR Cde-DMSO) : 52. 5 Cs, 3 H) , 7. 1 Cs br, 1 

H) , 7. 42 Ct, 1 H) , 7. 5-7. 7 (m, 6H) , 7. 8 Cm, 4H 
) , 8. 0 Cm, 5H) , 8. 3 5 Ct b r , 1 H) . E S I M S CMH+) 
.512; CM+Na+) :5 3 4; CM-H) - : 5 1 0. 
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[0 2 7 8] 

mmmh cs 9) 

(4' -7^/-4- (3--^yxr^K7x-;p) - [2, 5' ) li^^ryu 

[0 2 7 9] 

[ft:9 2] 



[0 2 8 0] 

1 HNMR CC D C 1 3) : S I . 0-2. 0 Cm, 1 0 H) , 3. 2 Cm b 
r, IH) , 5. 2 (s, 2H) , 7. 0 (d, 1 H) , 7. 4-8. 0 Cm, 
1 1 H) . E S I M S CMH+) : 5 0 6 ; CM-H) - : 5 0 4. 
[0 2 8 1] 

MMMA Ceo) 

3- C4' -7^/- 4- C3 — ^yX7^K7x-;W - [2, 5' ] l^^7 

[0 2 8 2] 
[ft:9 3] 
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[0 2 8 3] 

1 HNMR (CD C 1 3) : 5 1 . 5 Cm, 1 H) , 1 . 8 Cm, 1 H) , 2. 
0 Cm, 2H) , 3. 1 Cs, 3H) , 3. 3 Cm, 2H) , 5. 0 Cs, 2H 
), 7. 2-7. 4 Cm, 12 H). ESIMS CMH + ) : 4 9 6 ; CM-H 
) - : 4 9 4. 

[0 2 8 4] 

mmmk ce d 

4- C4' -r^/-4- C3-^y>^>:t^>'-5-t 'Fn4^^>-7j:-;W 
- [2, 5' ) if^ryu;P2' — ^y^fyx;^4-^yr^K 

[0 2 8 5] 

[ft:9 4] 




[0 2 8 6] 

mpl85-187°CCdecomp). 1HNMRCCD30D) : S 7 . 8 

8 (s, 4H), 7. 56-7. 32 Cm, 6H), 7. 10-7. 03 Cm, 
2H), 6. 45 Ct, J=2. 23Hz, IH), 5. 13 Cs, 2H). E 



(92) 



#S 2003-501420 



SIMS CMH + ) : 5 5 2 ; (MH-) : ; 5 5 0. 
[0 2 8 7] 

Anal. C a 1 c d for C 2 5 H 2 1 N 5 0 4 S 3? 0 . 3EtOAc 
: C, 5 4. 4 3;H, 4. 0 8 ; N, 12. 12;S, 16. 64. 
Found:C, 5 4. 5 4 ; H, 4. 0 0 ; N, 12. 06;S, 16. 59 

[0 2 8 8] 

mmmk (6 2) 

4- [4- (3-7U;P^^^>-5-tFn^^>7x-;V) -4' -7^/- C 

2, 5' ] H:^ryu;^2' — ^y^fyx;^^t^yr^K 

[0 2 8 9] 

[ft9 5] 



[0 2 9 0] 

mp200-202°C. 1HNMRCCD30D) :511. 12 (s, NH) 
, 9. 81 (s, NH2), 8. 07-8. 00 (m, 4H), 7. 86 (s, 
NH2) , 7. 48 (s, IH) , 7. 3 0-7. 2 3 Cm, 2H) , 6. 57 

(s, 1 H) , 6. 3 4-6. 2 3 Cm, 1 H) , 5. 6 8-5. 5 2 Cm, 2 
H), 5. 32-5. 28 Cm, 2H). ESIMS CMH + ) : 5 0 2 ; CM 
-H-) : 5 0 1 . 

[0 2 9 1] 

Anal. Calcd for C21H19N504S3:C, 50. 29; 
H, 3. 82;N, 13. 96;S, 19. 18. Found:C, 5 0. 31 

; H, 3. 9 3 ; N, 13. 7 4 ; S, 19. 0 5. 
[0 2 9 2] 
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mmmA (6 3) 

4- (4' -7^/-4-X^iJ;l'- [2, 5' ] lf^7yU;l'2' — f/l'T"^ 
[0 2 9 3] 

[ft:9 6] 




[0 2 9 4] 

mpl40-14 3°C (dec o m p ) . IHNMR (CD30D) : 67 . 8 
0-7. 72 (m, 4H), 7. 50-7. 46 (m, IH), 7. 38-7. 
06 (m, 6H), 6. 95 (s, IH). FABMS Calcd for 
C 2 OH 1 7 N5 0 2 S 3 : 4 5 5. 0 5 4 4. Found 4 5 5. 0 5 2 9 

[0 2 9 5] 

mmmA (6 4) 

4- {4' -T^/-4- [2- (4-t Kn^->-7x-;P) - C 

2, 5' ] i^^7yu;V2' — ^y-tfyx;^4-^yr ^ F 

[0 2 9 6] 

[ft:9 7] 




[0 2 9 7] 

mp 1 3 8- 1 4 0°C (d e c omp) . 1HNMR(CD30D) :S10. 
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90 Cs, NH), 7. 73 Cq, J = 15. 32Hz, 4H), 7. 36 (d 
, J=8. 75Hz, 2H) , 7. 22 (d, J = 15. 80Hz, 1 H) , 7 
. 18 (s, NH2), 7. 06 (s, IH), 6. 90 (d, J = 16. IH 
z, 1 H) , 6. 84 Cs, NH2) , 6. 70 (d, J=8. 62, 2H) . 
FABMS Calcd for C 2 0 H 1 7 N 5 0 3 S 3 : 4 7 1 . 0 4 9 
4. Found:471. 050 2. 
[0 2 9 8] 

mmmA (6 5) 

4- {4' -T^/-4- [2- (3-1; Kn^>'-4-y^ 

- [2, 5' ] i^^ryu;^2' -^;]yT^/) — ^y^fyx;^^t^ 

[0 2 9 9] 

[ft:9 8] 



[0 3 0 0] 

mp 1 9 0- 1 9 3T (d e c omp) . 1HNMR(CD30D) :510. 
71 (s, NH2), 9. 83 Cs, NH2), 7. 63 Cq, J = 15. 40 
, 4H) , 7. 1 0-7. 03 Cm, 2H) , 6. 98 Cs, 1 H) , 6. 86 

Cs, NH2) , 6. 83-6. 7 2 Cm, 3H, NH2) , 3. 60 (s, 3 
H) . E S I MS CMNa+) : 5 2 4. 

[0 3 0 1] 

Anal. Calcd for C21H19N5O4S3-0. 4EtOAc 

: C, 5 0. 5 6 ; H, 4. 1 7 ; N, 13. 05;S, 17. 92. Foun 
d:C, 50. 50;H, 4. 35; N, 12. 75;S, 17. 88. 
[0 3 0 2] 
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UMMk (6 6) 

4- C4' -7^/- 4- C4-7x-;l'-7^^- 1, S-v^^X^/W - 12, 
[0 3 0 3] 

[ft:9 9] 




[0 3 0 4] 

m p 1 9 3- 1 9 5°C (d e c o mp) . 1HNMR(CD30D) : 5 1 0. 
92 (s, NH), 7. 82 (q, J = 15. 92, 4H), 7. 53 (d, J 
= 7. 42, 2H) , 7. 36 (t, J=7. 41Hz, 2H), 7. 28-7 
. 06 (m, 2H, 2NH2) , 6. 77 Cm, 2 H) . ES IMS CMH+) 

: 4 8 2 . 

[0 3 0 5] 

mmmk (6 7) 

4- C4' -T^/-4 — [2, 5' ] }^f-TVVj]y2' l\^7 

[0 3 0 6] 
[ftl 0 0] 




[0 3 0 7] 

mp 2 5 5-2 6 0°C (d e c omp) . 1HNMRCCD30D) : 6 1 0. 



(96) #S 2003-501420 

99 Cs, IH), 8. 12 (s, IH), 8. 04-8. 02 Cm, 2H), 
7. 78 (q, J = 12. IHz, 4H), 7. 72-7. 66 (a, IH), 
7. 60-7. 55 Cm, 2H), 7. 26 Cs, NH2), 7. 05 Cbr, 
NH2) . ESIMS CMNa+) :4 8 0; CM-H-) : 4 5 6. 
[0 3 0 8] 

mmmk C6 8) 

x^;P4' -7^/-2' - C4-^t;^7r^^;P-7x-;Pr^/) - C2, 
5' ] t:^ryU;P4-A;P.1?+^>Wh 
[0 3 0 9] 
[ft 1 0 1 ] 




[0 3 10] 

IHNMR CDMS0-D6) : <5 1 1 . 0 Cs, NH) , 8. 1 2 Cs, H) 
, 7. 80 Cm, 4H), 7. 32 Cs, NH2), 7. 08 Cbr, NH2) 
, 4. 35 Cq, J=8. 7Hz, 2H), 1. 30 Ct, J=8. 7Hz, 3 
H) . FABMS Calcd for C15H6N5 04 S3 CMH + ) : 
4 2 6. 03 6 4. Found:4 2 6. 03 5 6. 

[0 3 1 1] 
HffiMA Co 9) 

4- [4' -7^/-4- (4 -^^nD-3-t Kn^iz-^x^/W - [2, 
5' ] lf^7yij;l^2' — f;P7^/] — ^y-tfyx;P/^y7^ F 
[0 3 12] 
[ftl 0 2] 
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[0 3 13] 

1HNMRCCD30D) :57. 97 Cs, 4H), 7. 63 Cs, IH), 
7. 58-7. 46 Cm, 3H). FABMS CMH+) :480. 
[0 3 14] 

mmmk (70) -.a- (4' -y^/-4-i£'7x^;i^-4-Y;i^- [2. 5 

[0 3 15] 
[ftl 0 3] 




[0 3 16] 

IHNMR CCD30D) : <5 8. 0 9-8. 0 0 Cm, 1 H) , 7. 88 Cs 
, 4 H) , 7 . 7 2-7. 63 Cm, 3 H) , 7 . 51-7. 40 Cm, 3 H) 
, 7. 3 8-7. 2 9 Cm, 1 H) . EIMS CM-H-) :5 0 4. 

[0 3 17] 

Anal. Calcd for C24H19N502S3:C, 57. Oi; 
H, 3. 7 9 ; N, 13. 85;S, 19. 02. Found:C, 5 6. 87 
; H, 3. 8 1 ; N, 13. 5 7 ; S, 19. 16. 
[0 3 18] 

^ffi^jA C7 1) : 4 - C4' -7^/- 4 — ^yVV;^- [2, 5' ] tr^7 
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yU;P2' —r/PT^y) -N- (2-i>^y^;^7^y-x^;W -^Vy-^y^. 

[0 3 19] 
litl 0 4] 




[0 3 2 0] 

IHNMR (CD30D) : 57. 88 (s, 1 H) , 7. 8 4-7. 7 8 Cm 
, 2H) , 7. 6 9-7. 4 7 (m, 5H) , 7. 4 0-7. 3 4 (m, 2 H) 
, 2. 63 Ct, J=6. 70Hz, 2H), 2. 06 (t, J=6. 60Hz 
, 2H), 1. 84 Cs, 6H). FABMS Calcd for C23H 
24N603S3:529. 1 150. Found :529. 1 158. 

[0 3 2 1] 

mMMA (7 2) : 4 - C4-r^y-4- C3-r^y — ^yvv;^) - C2 
, 5' ] i^^ryu;P2' -^;pr^y] --^y-tf yx;^.t^yr^ k 

[0 3 2 2] 
litl 0 5] 




H 




NH 



[0 3 2 3] 

1 HNMR (DM SO) :510. 91 (s, IH), 7. 99 (s, IH), 



(99) 



#S 2003-501420 



7. 86-7. 84 Cm, 4H), 7. 27 (s, 2H), 7. 23-7. 06 
(m, 5 H) , 6. 8 1- 6. 9 0 (m, 1 H) , 5. 3 8 (s, 2H) . HR 

FABMS (M+Na+) :Calcd. :4 9 5. 03 4 4. F o u n d : 4 

9 5. 0 3 3 0. 
[0 3 2 4] 

Mmmk (7 3) : 4' -7^/- 5 — ^y>>>-2' - C4--'t;^7rt^';^ 
- [2, 5' ] ^i^7V')]VA-ti]Vt^^iy^)yi^7-yy^ 

[0 3 2 5] 
Ut \ 0 6] 



[0 3 2 6] 

1 HNMR (CD 30D) : S 1 . 7 6 (s. 4H) . 7. 1 8 (m. 5H) . 

4. 40 (s . 2H), 4. 30 (q. J=7. 8Hz. 2H). 1. 26 (t 
. .1=7. 8 H z . 3 H) . 
[0 3 2 7] 

mmm^ (d 

(3- {5- C4-7^/-2- (hU^;l-7^/) -^7VV;P-5-Y;V 
] - Ci, 2, 4 J :t^^t>>TV>-3-^;l'} -yx-zW -;d;WUy^^7 
->^y F t e r t -y'^;Pxxr;^ 

[0 3 2 8] 

[ftl 0 7] 




.0 



OEt 
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[0 3 2 9] 

[0 3 3 0] 

XU (i) :3. 15g(26. 7mmol, 1. Oeq.) <D3-T^/^y 
1 OmL CH 2 C 1 2fc?§g?Lftmfc, 6. 4g (2 9. 4mmo 

1 , 1 . 1 e q . ) C0>>- t e r t ^^^;P>^A;l/.1?^.- h^l0mLCH2Cl 

2 fc^§i?Lft»i^}iinU 3 2 0mg (2. 7mmol, 1. leq. 

) cODMAP;&tf 8mL (8 0. Immol, 3. 0 e q . ) <D\^V ^yy^Wlll 

Lfco co2tm^u Emmr^-^'T Lc-^^mu^Lfc. mm^mim^u 
mm^ E to kciLmmh. i nct^h c i Rrj^Myy^r-m^hru. n a 
2 s 0 4 -^m^i^s mm^B^i^r^o i^ms^ s i o 2 mn^m : 2 % e 1 2 

O-CH 2 C 1 2) T^lfSU 5. 4gcD3- Ct 

y y- h ij Ci(Ji¥ : 9 3 %) o R f = 0 . 9 C 1 0 % E t 2 0 - C H 2 

C12). IHNMR CCDC13) - SI. 5 (s, 9H), 6. 6 (s b 
r, IH) , 7. 35 (m, 2H) , 7. 55 (m, 1 H) , 7. 82 Cm, 1 
H) . 

[0 3 3 1] 

XU Cii) :2gC9. 17mmol, 1. 0eq.)€'3-Ct-yh^v' 
A;W^t-f;V) ^yy^h iJ;P^2 5 mLc^E t OHfc?§g?bfd-Sfc0. 8 4m 
L (13. 76mmol, 1. 5eq.)c7)50%NH2 0H7i<mm'^W}\l l^f^ 

o sjKi^^8 oT(7);t^;wufcxn. ^ sx-^^ Anmtmhf^o mm'^m}m 

|fi"liFn^->7^i>> (1 0%E t 2 0-CH 2 C 1 2^<DVi f = 0. 1)^4 
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5 m L CO D M F 2 . 1 m L ( 1 2 m m o 1 , 1 . 3 e q . ) cOi>W 

ynlf;^^^;^/^^;^^ llOmg (0. 92mmol, 0. I eq. ) OD 
MAP^'MWl^fco OVlc'^^L. 0. 88mL (llmmol, 

1. 2 e q. ) (7)^'DDr-tr^;P^'D^Y 1 5 mLcDCH 2 C 1 2 CXtiD 

MF) i^mmhrcm^. 7j]ydymMTLrco Em^^ - 5 ovr^i mmmn 

E t 0 A c IctW^, 1 NCDH C 1 AiS7i<-^^»Lfco «M^N a 2 S 

v<Dt^jw%:^itmimmmmLrco mm^m^L. w^s 102 cMtHm: 

E t 2 0---v^+fy) T^ffSU afe@1*c0 5-^'nn;^^;l/-3- (3- (t 

- Cl, 2, 4] t^'^pyV~j]y2 g 
CaXgcD^tW 70%)o Rf=0. 9 Cl0%Et2O-CH2C 

12) . 1HNMR(CDC13) : S I. 5 (s, 9H), 4. 75 (s, 2 
H), 6. 62 (s br, IH), 7. 45 (dd, IH), 7. 62 (d 

b r, 1 H) , 7. 7 5 Cm, 1 H) , 8. 0 5 Cm, 1 H) . 
[0 3 3 2] 

mo 1) RX:fiyTyT^ K C5. 5mmo 1) ^4tt7i<TH F C 1 OmL) fcfgg? 

Lfcmm^i, 8--JT^}f:i^^r2 [5. 4. 0] ^yrA-7-xy C5. 5 

mmo 1) ^mtWLfco 2 WJt#f^. E^^T "il h ^ h V J]^ Cl 5mL) 
5-^^nn;^^;l/-3- C3- C t 
- [1, 2, 4] -^t^^tv^TVWP C2. 5mmo 1) :&0 1, 8-i>T 
^fl^-V^'n [5. 4. 0] ^yrA-7-xy C2. 7 5 mmo l) ^^MSJ-fc 

^ 7 -f — Ci^tH^E : 2 0 % E t 0 A c 4 0 % E t 0 A c / 

s 1 . 3 0 gO^m^^^^tc CW : 8 4 %) o 1 HNMR CC D C 

13) : 7. 79 ClH, s), 7. 60 C2H, m), 7. 24 Cl6H, m 
) , 6. 91 ClH, s) , 6. 48 (1 H, s) , 5. 77 C2H, s) , 1 

. 52 C3H, s), 1. 46 C6H, s). ESIMS CMH + ) : 6 1 7. 
[0 3 3 3] 
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OTconffiMB (2) t^^^mmnB oe) &^ mmm cd tmimm^^^ 

[0 3 3 4] 

HffiMB (2) 
[0 3 3 5] 

3- C3-t e r t - 'f=f';]^t^i^^ jW^^-y-T ^/y S - [2- C 

(3, 4, r^/] 4-r^/-5-^ryu;w 

-1, 2, 4 -:t+^>>TV— ;P 
[0 3 3 6] 
[fkl 0 8] 




[0 3 3 7] 

IHNMRCde-acetone) : S 1 . 5 Cs, 9H), 3. 7 (s, 3 
H) , 3. 85 (s, 6H) , 7. 0 (s br, 2 H) , 7. 05 (s, 2H 
) , 7. 4 Ct, IH) , 7. 75 (d, 2H) , 8. 35 (s, 1 H) , 8. 
6(s br, 1H),9. 7Cs br, 1H).ESIMS CMH+) : 5 
4 1 ; (M-H-) : 5 3 9. 
[0 3 3 8] 

Anal. Calcd for C25H28N606S:C, 55. 54;H 
, 5. 2 2 ; N, 15. 55;S, 5. 93. Found:C, 5 6. 4 5;H 
, 5. 6 7 ; N, 14. 8 8 ; S, 5. 5 8. 
[0 3 3 9] 

(3) 
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[0 3 4 0] 

5- [3- (4-te r t -^^^/V-y^ -/W - Cl, 2, 4] ^t^'^iy'TV 
-;y-5-^;W -N2- (3, 4, 5 - h U ^ -^rV- 
;P-2, 4->>T^y 

[0 3 4 1] 

litl 0 9] 

i 

[0 3 4 2] 

MS (FAB) [m + ] /z Calc' d : 4 8 1 . Found 481. 
Anal. Calc' d:C, 59. 86;H, 5. 65;N, 14. 54;S 
, 6. 66:Found:C, 5 8. 3 6 ; H, 5. 5 3 ; N, 13. 95;S 
, 6 . 3 6. 
[0 3 4 3] 

5- [3- (3-^ h + h + - Cl, 2, 4] t^'^i^T'/ 

~]V-S-^]V} -N2- (3, 4, 5-hU^ h^->-:7x-;P) -^rV- 
;^-2, 4-i>T^y 

[0 3 4 4] 

[ftl 1 0] 





[0 3 4 5] 
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IHNMRCSOOMHz, DMS0-d6) : S 3. 4 1 (s, 3H), 3. 
64 (s, 3H), 3. 81 (s, 6H), 5. 29 (s, 2H), 7. 01 ( 
s, 2H) , 7. 22 (m, 1 H) , 7. 34 (brs, 2H), 7. 47 (m 
, 1 H) , 7. 7 0 Cm, 2H) , 10. 7 6 (s, 1 H) . 
[0 3 4 6] 

Anal. C a 1 c d for C 2 2 H 2 3 N 5 0 6 S • H 2 0 : C , 52. 
4 8 ; H, 5. 0 0 ; N, 13. 91. Found:C, 5 2. 4 7 ; H, 4. 
9 8 ; N, 13. 7 5. 
[0 3 4 7] 

mMMB (5) :3-(3-(ter t --ff-M^Sy^jW^^iyT^/) -6 

-:7;P;tn-7x-;P) -5- [2- C (3, 4, 5 - h U ^ 

) T^/) -4-7^/-5-^ryU;W -1, 2, A-t^'^i^TV-Jl^ 

[0 3 4 8] 

[ftl 1 1] 



[0 3 4 9] 

1HNMRCCDC13) : 5 1 . 5 Cs, 9H), 3. 7 Cs, 3H), 3. 
85 (s, 6H) , 6. 6 Cs br, 2 H) , 6. 7 (s br, 1 H) , 7 
. 0 5 Ct, 1 H) , 7. 5 5 (m br, 1 H) , 7. 8 5 (m, 1 H) . E 
SIMS [MH] + : 5 5 9. 
[0 3 5 0] 

HffiMB (6) : 3- C2-;^^;l/-5- (t e r t -'f=fjl^t^'y'^ Jl^t^^'y- 
7^/) -5- [2- [ (3, 4, 5-hU^ h^->7x^;W - 

7^/} -4-7^/-5-^ryU;W -1, 2, 4-;t4^^tS>TV-;P 




[0 3 5 1] 
[fbl 1 2] 
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H 




[0 3 5 2] 

1HNMRCCDC13) : S \ . 5 (s, 9H), 2. 55 (s, 3H), 3 
. 85 (s, 3H) , 3. 87 (s, 6H) , 6. 65 (s br, 2 H) 7. 
22 Cd br, IH), 7. 28 (s, IH), 7. 55 (d br, IH) 
, 7. 85 Cm br, IH). ESIMS [MH] + : 5 5 5. 

[0 3 5 3] 

mmmB a) 3- C3- c C3-^h+^>-^yvv;p) r^/) -e-^f- 

-5- [2- [4- CN, N-i^^f-;]yT^/y:L^J]y) T^/ 
) -4-7^/-5-^ryU;^) -1, 2, 
[0 3 5 4] 
[ftl 1 3] 




[0 3 5 5] 

IHNMR (d6-DMS 0) : 6 2. 5 5 Cs, 3H) , 2. 9 (s, 6 H) 
, 3. 8 5 (s, 3H) , 6. 7 5 Cm, 2H) , 7. 18 Cm, 3H) , 7. 
35-7. 6 Cm, 6H) , 7. 95 Cdd, 1 H) , 8. 35 Cd, 1 H) , 

1 0. 3 Cs b r , 1 H) , 1 0. 4 Cs b r , 1 H) . 
ESIMS [MH] + : 5 4 2, [M + N a] + : 5 6 4. 
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[0 3 5 6] 

Anal. Calcd. for C28H27N703S:C, 58. 2 2 l H 
, 5. 41, N, 16. 97;S, 5. 55. Found:C, 58. Oi;H 
, 5. 5 4, N, 16. 1 3 ; S, 5. 2 2. 
[0 3 5 7] 

^JS^JB (8) : 3- [3- C (1 -x^;y-3-^^;y- 1 H-H^V-;^- 
5-*;^.1?^-» -r^/] -6-^^;P-7x-;W -5- [2- C3-tK 
D^-»?^;P:7x-;1.) 7^/] -4-7^/-5-^7"yiJ;W -1, 2, 4 

[0 3 5 8] 
[ftl 1 4] 



[0 3 5 9] 

IHNMR (MeOD) : 5 1. 4 Ct, 3H) , 2. 3 Cs, 3 H) , 2. 6 
Cs, 3H) , 4. 5 (q, 2H) , 4. 65 (s, 2H) , 6. 75 (s, 1 

H) , 7 . 1 Cd b r , 1 H) , 7 . 3 5 Cm, 2 H) , 7 . 5 5 (m, 1 H 

) , 7. 65 Cm br, 1 H) , 7. 8 Cdd, 1 H) , 8. 25 Cd, IH 

) . E S I M S [MH] + : 5 3 1 . 
[0 3 6 0] 

Mmm^ C9) : 3- [3- C 

5-A;P.1^^^-» -7^/} -6-^^;P-7x-;W -5- [2- C3->?^ 
;HfnU 7^/} - A-7^/ -S -^7V^^) M - l, 2, 4 

[0 3 6 1] 
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[ftl 1 5] 




[0 3 6 2] 

1 HNMR (Me OD) : 5 1. 4 (t, 3H) , 1. 8 (m b r, 4H) , 
2. 3 (s, 3H) , 2. 6 (s br, 7H) , 3. 7 (s, 2 H) , 4. 5 

Cq, 2 H) , 6. 7 5 (s, 1 H) , 7. 18 Cm, 3 H) , 7. 3 5 Cm, 
2H), 7. 55 Cm br, IH), 7. 65 Cs br, IH), 7. 8C 
dd, 1H),8. 28Cd, 1H).ESIMS [MH] + : 5 8 4. 

[0 3 6 3] 

mMMB Ci 0) : 3- [3- C Ci -^^;^-3-^^;P- 1 H-t°^V-;^ 

-7^/) -6->^5^;P-7j:-;W -5- [2- (4-^ 
^;HfniJ>>>7x-;W 7^/] - 4 -7^/- 5 -^ryU;W -i, 2, 
4 

[0 3 6 4] 

[ftl 1 6] 




[0 3 6 5] 

1 HNMR Cd 6-DMS 0) : <5 1 . 3 2 Ct, 3H) , 1 . 7 Cm b r. 



(108) 



#S 2003-501420 



4H) , 2. 2 Cs, 3H) , 2. 6 (s, 3 H) , 3. 3 Cm, 4H) , 3. 
6 (s, 2H) , 4. 45 (q, 2H) , 6. 85 (s, 1 H) , 7. 3 (m, 
5H) , 7. 6 Cd, 2H) , 7. 92 (dd, 1 H) , 8. 28 (d, 1 H) 
, 10. 25 Cs, IH), 10. 8 Cs br, IH). ESIMS [MH] 
+ : 5 8 4. 
[0 3 6 6] 

Anal. Calcd. for C30H33N902S:C, 61. 73;H 
, 5. 70, N, 21. 60;S, 5. 4 9. Found:C, 61. 52;H 
, 5. 61, N, 21. 52;S, 5. 4 6. 
[0 3 6 7] 

MMMB Cl 1) : CR, S) -3- [3- C C2 -t Kn^->- 4 

-7^/) -6->?^;P-:7x-;W -5- [2- C3-;<^;H£ 
niJ>?y7x-;V) 7^/) -4-7^/-5-=^7VVj]y) - i, 2, 4-t 

[0 3 6 8] 

[ftl 1 7] 



[0 3 6 9] 

1 HNMR CMe OD) : <5 1 . 0 Cd d, 6 H) , 1 . 6 5 Cm, 3 H) , 1 
. 9 Cm, 4H) , 2. 6 Cs, 3H) , 2. 8 Cm b r, 4H) , 3. 85 

Cs, 2H), 4. 2 Cdd, IH), 7. 13 Cd br, IH), 7. 35 

Cm, 3 H) , 7 . 5 6 Cm b r , 1 H) , 7 . 7 2 Cm b r , 2 H) 8 . 

2 8 Cd, 1 H) . 
[0 3 7 0] 




O 

OH / 
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HffiMB (12) N: C3-{5-C4-r^/-2-C3, 4, 5-hV)^h 

V— ;H -4 -^'DD-^x-;^) -A/W^^^y^'T^V^y K t e r t-^^^;Px 

[0 3 7 1] 
litl 1 8] 



[0 3 7 2] 

IH-NMR Cd6-acetone) : S 9 . 71 (s, IH), 8. 71 C 
s, IH) , 8. 2 0 Cm, IH) , 7. 7 8 Cm, IH) , 7. 5 2 Cm, 1 
H) , 7. 06 Cs, 2H) , 6. 95 Cs, 2H) , 3. 85 (s, 6H) , 
3. 72 Cs, 3H), 1. 50 Cs, 9H). ESIMS: CMH) + : 5 7 
5 Cl 0 0%) , 5 7 7 C3 0%) . 
[0 3 7 3] 

mmnB C13) : cs- {5- C4-7^/-2- C3, 4, 5-hV-:^h^ 
^>-7x-;V7^/) -=fT^/~J]y-5-^;l'} - [1, 2, 4] t^'^iy'TV 
~j]y-3—fM -2, 4 ->>^7;P:tn-7x-;P) ^7i^y }^ t 

e r t 

[0 3 7 4] 

[ftl 1 9] 




(110) 



#S 2003-501420 




[0 3 7 5] 

IH-NMR (d6-acetone) 59. 71 (s, IH), 8. 68 (m 
, IH) , 8, 2 4 (m, IH) , 7. 2 8 (m, 1 H) , 7. 0 4 (s, 2H 
) , 6. 99 Cs, 2H) , 3. 85 (s, 6 H) , 3. 72 (s, 3 H) , 1 
. 51 Cs, 9H). ESIMS CMH)+:577. 

[0 3 7 6] 

mmm^ (14) : (5- {5- [4-7^7-2- (3, 4, s-hv^h^ 

-^rV-;P-5-^;W - Ci, 2, 4] t^'^i^TV 
y H t e r t -:?^^;^xxr;V 

[0 3 7 7] 
[ftl 2 0] 



[0 3 7 8] 

IH-NMR (d6-acetone) :59. 72 (s, IH), 8. 68 ( 

m, 1 H) , 7. 49 Cm, 1 H) , 7. 07 (s, 2H) , 6. 97 (s, 2 
H) , 3. 85 (s, 6H) , 3. 72 (s, 3H) ,1.51 (s, 9H) . 
ESIMS CMH) + : 5 9 3 (1 0 0%), 5 9 5 (3 0%). 
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[0 3 7 9] 

mMM^ (15) : (5- {5- [4 -7^/- 2- (3, 4, 

-^rV-;P-5-^;W - Cl, 2, 4] t^'^i^T'/ 
— ;P-3 — fM -2, A--Ji^uu-y ^'T^^^y K t e 

r t -^"^/I'XXr/l' 
[0 3 8 0] 

[ft: 1 2 1 ] 



[0 3 8 1] 

IH-NMR Cd6-acetone) :59. 73 Cs, IH), 8. 71 ( 
s, 1 H) , 7. 96 Cs, 1 H) , 7. 72 (s, 1 H) , 7. 07 (s, 2 
H) , 6. 98 (s, 2H) , 3. 85 (s, 6H) , 3. 72 (s, 3H) , 
1. 52 Cs, 9H). ESIMS CMH) + : 6 0 9 C 1 0 0%) , 6 11 C 
6 0 %) . 
[0 3 8 2] 

Mmm^ Cl 6) : N- C3- {5- C4-7^/-2- C3, 4, 
T^/) -^rV-;P-5-^;W - Cl, 2, 4] :t+^t>>TV-;P-3 
;W -4 ^y ^'T^V^y K t e r t-^^^;P 

[0 3 8 3] 

[fbl 2 2] 
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Y°7< 



[0 3 8 4] 

IH-NMR Cd6-acetone) :58. 48 (s, IH), 8. 20 ( 
m, IH) , 7. 6 9 Cm, 1 H) , 7. 5 5 (m, 1 H) , 7. 2 8 (m, 1 

H) , 6. 77 Cs, 2H) , 3. 02 (d, 3H) , 2. 55 (s, 3H) , 
1. 55 (s, 9H). ESIMS: (MH) + : 4 0 3, (MN a) + : 4 2 
5. 

[0 3 8 5] 

mtmiB (1 7) : N- (3- (5- [4-7^/-2- (3, 4, 5-^^;^ 
7^/) -^7V-;^-5-^;W - Cl, 2, 4] t^'^i^TV-J^y-S-^ 
M -4-^^;P-7x-;H -S-^h^i^ — ^yX7^K 

[0 3 8 6] 

Utl 2 3] 



[0 3 8 7] 

IH-NMR (d6-dmso) :510. 33 Cs, IH), 8. 59 (m, 
1 H) , 8. 3 5 Cm, 1 H) , 7. 9 5 Cm, 1 H) , 7. 5 5 Cm, 2 H) 
, 7. 4 5 Cm, 2 H) , 7. 3 6 Cm, 1 H) , 7. 1 9 Cm, 2 H) , 3. 

88 Cs, 3H), 2. 91 Cm, 3 H) ,2. 50 Cs, 3 H). ESIMS 
: CMH)+:4 3 7, CMNa)+:4 5 9. 
[0 3 8 8] 
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HffiMB Cl 8) : N- (5- {5- [4-7^7-2- (6 -^)l^t-V y- 4 

] :t^^t>>TV-;V-3-^;W -2, 4 ->>^7;P:tn-7x-;P) 
^iy — syXT^ H 

[0 3 8 9] 

litl 2 4] 



[0 3 9 0] 

IH-NMR Cd6-dmso) :510. 62 (s, IH), 10. 27 (s 
, IH) , 8. 3 9 Cm, IH) , 8. 3 3 Cm, 1 H) , 7. 8 5 Cm, IH 
) , 7. 63 Cm, 3H) , 7. 48 Cm, 1 H) , 7. 30 Cs, 2 H) , 7 
. 20 Cm, IH) , 6. 88 Cm, 1 H) , 3. 85 Cs, 3H) , 3. 70 

Cm, 4 H) , 3 . 4 2 Cm, 4 H) . E S I M S : CMH) + : 6 0 7 . 

[0 3 9 1] 

HffiMB (19) : N- {5- [5- C4-7^/-2-'rvynH;Pr^/- 
^7V-;l'-5-^';y) - [1, 2, 4] ;^-^^t>^TV-;P-3-^;W -2, 
4->>^7;P:tn-7x-;H -3-^ h^i^ — vyXT^ K 

[0 3 9 2] 

litl 2 5] 





(114) #S 2003-501420 

[0 3 9 3] 

IH-NMR Cd6-acetone) : S 9 . 37 (s, IH), 8. 70 ( 
m, IH) , 7. 6 5-7. 6 0 (m, 3 H) , 7. 45 (m, 1 H) , 7. 3 
4 (m, 1 H) , 7. 18 Cm, 1 H) , 6. 7 8 (s, 2H) , 3. 9 6 Cm 
, IH), 3. 90 (s, 3H), 1. 30 (d, 6H). ESIMS: (MH 
) + : 4 8 7. 

[0 3 9 4] 

mmnB C2 0) :n- (5- {5- [4-7^7-2- ct° u 3 

7^/') -^7V-;P-5-^;W - [1, 2, 4] t^'^iyy-'J-jl^-S-^ 
M -2, 4 -i>^7;^:tn-7x-;P) -3-^ h^->--^yXr ^ K-T F A 
M 

[0 3 9 5] 
[ftl 2 6] 




[0 3 9 6] 

IH-NMR Cd6-acetone and d6-dmso) : S I I . 0 
7 (s, IH) , 9. 94 (s, IH) , 8. 98 Cm, 1 H) , 8. 54 Cm 
, IH) , 8. 3 0 Cm, 2H) , 7. 6 4 Cm, 3H) , 7. 4 8-7. 3 6 

Cm, 4 H) , 7 . 1 8 Cm, 2 H) , 3 . 8 9 C s , 3 H) . ESIMS: C 
MH) + : 5 2 2. 

[0 3 9 7] 

mmmB C2i) : {5- C5- C4-r^/-2-Yvynif;pr^/-^r 

V-zP-S—r/P) - Ci, 2, 4) t^V^yyV-jX^-S—^jl^) -2, 4- 
i>yMu-y :l^M F t e r t -^''^/^xx-r;^ 

[0 3 9 8] 



[ftl 2 7] 
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[0 3 9 9] 

IH-NMR (d6-acetone) : S S. 42 (s, IH), 8. 18 ( 
m, IH) , 7. 7 0 (m, 1 H) , 7. 6 7 (m, 1 H) , 7. 2 6 (m, 1 
H) , 6. 73 Cs, 2H) , 3. 97 Cm, 1 H) , 2. 54 (s, 3H) , 

1 . 5 0 Cs, 9H) , 1 . 2 9 Cd, 6 H) . E S I M S : (MH) + : 4 3 

1 . 

[0 4 0 0] 

mmmB C22) :n- {3- [5- C4-r^/-2-^vynt°;pr^/- 

^rV-;P-5-^;P) - Ci, 2, 4] :t+^t>>TV-;P-3-^;H -4- 

[0 4 0 1] 
[ftl 2 8] 




[0 4 0 2] 

IH-NMR (d6-acetone) : S 9 . 59 (s, IH), 8. 42 C 
m, IH) , 8. 03 (m, 1 H) , 7. 57 Cm, 2H) , 7. 43-7. 7 
. 3 7 (m, 3H) , 7. 14 (m, 1 H) , 6. 7 3 Cs, 2 H) , 3. 9 7 

Cm, 1 H) , 3. 88 Cs, 3 H) , 2. 60 Cs, 3 H) , 1. 29 Cd, 
6H) . E S I M S : CMH) + : 4 6 5. 
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[0 4 0 3] 

mMM^ (2 3) : {3- [5- (4-7^/-2-7x-;L'-^7V-;l'-5 
- Ci, 2, 4] :t^^t>>TV-;P-3-^;W -4-^^;P-7x- 
M -A;W^^^y ^?r^>^y K t e r t 

[0 4 0 4] 
litl 2 9] 




[0 4 0 5] 

IH-NMR (d6-acetone) -.89. 78 (s, IH), 8. 44 ( 
s, IH) , 7. 72 Cm, 3H) , 7. 42 Cm, 2H) , 7. 39 Cm, 1 
H) , 7. 11 Cm, 1 H) , 6. 9 1 Cs, 2H) , 2. 5 7 Cs, 3H) , 
1. 51 Cs, 9H). ESIMS: CMH) + : 4 6 5. 
[0 4 0 6] 

muMB C2 4) : C3- {5- [4-r^/-2- ciH — ^yw^^^y- 

;P-5-^;P) -^rV-;P-5-^;H - [1, 2, 4] 

3 — fM -4-^^;V-7x— ;W -A;W^^^y ^7^^ K t e r t -y^;P 

[0 4 0 7] 

mmmB C25) : C3- {5- [4-r^/-2- C3, 4, 5-hij>?h^ 

-^7V-;^-5 —r;!.'] - [l, 2, 4] :t^^ti>TV-;^- 
3 — fM -4->^^;^-7x— ;P) H t e r t -y^/l^ 

[0 4 0 8] 

[ftl 3 0] 
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[0 4 0 9] 

IH-NMR Cde-acetone) : S 9 . 62 (s, IH), 8. 23 C 
m, 1 H) , 8. 0 9 (m, 1 H) , 7. 15-7. 05 (m, 2 H) , 7. 3 
9 Cm, 3H) , 6. 82 (s, 2H), 6. 91 (s, 2H), 4. 07-3 
. 85 Cs, 9H), 3. 76 (s, 3H), 1. 49 (s, 9H). ESIM 
S : CMH) + : 5 7 1 . 
[0 4 10] 

MMMB (2 6) : 2 -x^;P-5-^^;P-2H-t°^V-;P-3-A;P4?+ 
^>ij^y^?r^>^y K {3- [5- C4-r^/-2-7x-;P-^rV-;P-5- 
-f/W - [1, 2, 4] ;t^^i>TV-;P-3-^;W - 4 

} -r^K 

[0 4 1 1] 
[ft 1 3 1 ] 




[0 4 12] 

IH-NMR (d 6-a c e t o n e) : 5 1 0. 75 (s, 1 H) , 9. 42 

Cm, 1 H) , 8. 3 8 Cm, 1 H) , 7. 9 9 Cm, 1 H) , 7. 2 0 Cm, 
2 H) , 7 . 4 5-7. 3 5 Cm, 3 H) , 7 . 12 Cm, 1 H) , 6 . 90 C 
s, 2H) , 6. 74 Cs, IH), 4. 55 Cquartet, 2H), 2. 
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62 Cs, 3H), 2. 21 Cs, 3H), 1. 39 Ct, 3H). ESIMS 
: (MH)+:5 0 0, CMNa)+:5 2 3. 
[0 4 13] 

mMMB (2 7) : 2 -x^;P-5->^^;P-2H-t°^y-;P-3-A;Vvi?dp 

i/ij ^y^^7i/^y K [3- (5- {4-7^ 7-2- [6- ( 4 ^/P- 1"-^^ 

i>y- 1 -t° ij >>V-3 -^7V-;y- 5 -^M - C i , 2 

, 4] :t^^t>>TV-;P-3-^;W -4-^^;P-7x-;H -7^ K 

[0 4 14] 
[fbl 3 2] 



1 H-NMR (C D3 OD) : 5 8. 3 7 (m, 1 H) , 8. 2 5 Cm, 1 H) 

, 7. 8 9 Cm, IH) , 7. 7 7 Cm, IH) , 7. 3 4 Cm, 1 H) , 6. 

8 7 Cm, 1 H) , 6 . 7 3 Cm, 1 H) , 4 . 5 1 Cq u a r t e t , 2 H) 

, 3. 5 8 Cm, 4H) , 2. 72 Cm, 4H) . 2. 58 (s, 3H) , 2. 

46 Cs, 3H), 2. 28 Cs, 3H), 1. 42 Ct, 3H). ESIMS 
: CMH) + : 6 0 0. 
[0 4 16] 

HffiMB (2 8) : N- [5- C5- {4-7^7-2- [6- (4-7^;P- 

tf-^v>>>- 1 -^;P) -t:°iJi>V-3-^';W -^7V-;^-5-^;H - C 
1, 2, 4] t^'^py/~J]y-3-^J]y) - 2-^^00-4 ->?^;P-:7x- 

;W — ^yX7^ K 

[0 4 17] 
[ftl 3 3] 




[0 4 15] 
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[0 4 18] 

1 H-NMR Cde-acetone and d6-dmso) : S I 0 . 5 
1 Cs, IH), 9. 89 (s, IH), 8. 47 Cm, 2H), 7. 91 Cm 
, 1 H) , 7. 7 0-7. 5 1 Cm, 3H) , 7. 4 5 Cm, 1 H) , 7. 2 0 
-7. 1 4 Cm, 3H) , 6. 89 Cm, 1 H) , 3. 9 1 Cs, 3H) , 3. 
5 8 Cm, 4H) , 2. 6 7 Cs, 3 H) , 2. 5 8 Cm, 4 H) , 2. 3 6 C 
s, 3H) . E S I M S : CMH) + : 6 3 2. 
[0 4 19] 

MMMB C2 9) : 2-t Kn^->-4-^^;P — y ^Ti^^y ]^ [3 

- C5- {4-75/-2- [6- (4-^'fj]y-l^^-^iyy~ \ -^jV) 

U>>>-3-^;H -^ry-;l'-5-^;W - Cl, 2, 4] 
;P-3-^;P) -4-^^;P-7x-;W -r^K 
[0 4 2 0] 
[ftl 3 4] 




[0 4 2 1 ] 

1 H-NMR CC D3 OD) : <5 8. 4 7 Cm, 1 H) , 8. 2 8 Cm, 1 H) 
8. 0 1 Cm, 1 H) , 7. 6 8 Cm, 1 H) , 7. 3 2 Cm, 1 H) , 7. 
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0 0 Cm, 1 H) , 4 . 2 0 Cm, 1 H) , 3. 4 1-3. 31 Cm, 7 h) , 
2. 9 9 Cm, 4H) , 2. 5 9 Cs, 3 H) , 1. 9 3 Cm, 1 H) , 1. 6 
5 Cm, 2H) , 1 . 10 Cd, 6H) . E S I M S : CMH) + : 5 7 8. 
[0 4 2 2] 

HffiMB C3 0) : 2 -:c^;l.-5-^^;l/-2H-t°^y-;P-3-A;Pv1<^^ 
^>i>y^?7^>^y F C3- {5- [4-7^/-2- C4 - 1 Fn^^>-7x-;^ 
) -^rV-;^-5-^;H - Ci, 2, 4] t^'^f-JTV-iV-^-^M - 
4->?^;V-yx^;V) -r^K 

[0 4 2 3] 

Ut \ 3 5] 



[0 4 2 4] 

IH-NMR Cd6-acetone) :59. 77 Cs, IH), 9. 43 C 
s, 1 H) , 8. 3 6 Cm, 1 H) , 7. 9 8 Cm, IH) , 7. 6 6 Cm, 2 
H) , 7. 4 1-7. 36 Cm, 3H) , 6. 90 Cs, 2H) , 6. 75 Cs 
, 1 H) , 4 . 6 4 Cm, 2 H) , 4 . 5 4 Cq u a r t e t , 2 H) , 4 . 1 
4 Cm, IH), 2. 61 Cs, 3H), 2. 20 Cs, 3H), 1. 39 Ct 
, 3H) . E S I MS : CMH) + : 5 3 1. 

[0 4 2 5] 

^WJB C3 1) : CZ) -2-^^;P-y^r-2-/^^y^?r^>^y H [3- C 
5- {4-r^/-2- [4- C4-^^;P-lf-^^>>>-l-Y;W -:7x- 

M -^7V-;P-5 —T/H - Cl, 2, 4] t^'^iy7V^-}\^-3-^)V) 
-4-^^;P-7x^;W -7^F 
[0 4 2 6] 




[ftl 3 6] 
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[0 4 2 7] 

IH-NMR Cd6-acetone) :S10. 55 (s, 1 H) , 9. 92 
(s, 1 H) , 8. 6 0 (m, 1 H) , 8. 2 4 (m, 1 H) , 7. 8 1 (m, 
2 H) , 7 . . 3 1 Cm, 1 H) , 7 . 2 2 C s , 2 H) , 6 . 8 7 Cm, 1 H 
) , 5. 6 1 Cm, 1 H) , 3. 4 5 Cm, 4 H) , 2. 5 0 Cs, 3 H) , 2 
. 40 Cm, 4H) , 2. 22 Cs, 3H) , 1. 92 Cs, 3H) , 1. 72 
Cd, 3H). ESIMS: CMH) + : 5 4 6. 
[0 4 2 8] 

mMMB C3 2) : CZ) -2->^^;V-^T-2 -/-f -y^^r^^y 'F C3- { 
5 - [4-r^/-2 - C3-t°niJ>>>- 1 -^^;^><^;P-:7x-;^) 
y-;P-5-^;H - [1, 2, 4] :t+^t>>TV-;P-3-^;H 

[0 4 2 9] 
[fbl 3 7] 




[0 4 3 0] 

1 H-NMR CC D3 OD) : S S. 3 1 Cm, 1 H) , 7. 8 0 Cm, 2 H) 
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, 7. 68 Cm, 1 H) , 7. 50 Cm, 2 H) , 7. 32 Cm, 1 H) , 5. 
70 Cm, IH), 4. 33 Cs, 2H), 2. 59 Cs, 3H), 2. 16 C 
s, 3H) , 2. 10 Cm, 4H) , 1. 99 Cm, 4H), 1. 80 Cm, 3 
H) . E S I MS : CMH) + : 5 3 0. 
[0 4 3 1] 

mmmB C33) : C3- {5- [4-7^7-2- (S-^uV^^y-l-^ 

5 - Ci, 2, 4] t^'^i^TV 
— ;V-3 — fM -4 y ^^Xv-y K t e r t- 

[0 4 3 2] 
[ftl 3 8] 



[0 4 3 3] 

IH-NMR Cd6-acetone) :510. 48 Cs, IH), 8. 61 
Cm, 1 H) , 8. 4 7 Cm, 1 H) , 8. 2 3 Cm, 1 H) , 7. 7 4 Cm, 
1 H) , 7. 6 3 Cm, 1 H) , 7. 3 8-7. 2 8 Cm, 5 H) , 4. 33 C 
s, 2H) , 3. 47 Cm, 4H) , 2. 80 Cm, 4H) , 2. 58 Cs, 3 
H), 1. 51 Cs, 9H), ESIMS: CMH) + : 5 4 8. 
[0 4 3 4] 

MMm^ C3 4) : C3- {5- [4 -7^/- 2- C3-HPUi>>- 1 

-^7V-;P- 5 -^'/H - Ci, 2, 4) t^'^i^T'/ 
-;P-3-^;W -4-^^;P-7x-;W -A;WU^y ^'T-Vy 

[0 4 3 5] 
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Utl 3 9] 



o 




..On 




[0 4 3 6] 

IH-NMR Cd6-acetone) :S10. 46 (s, 1 H) , 8. 75 
(m, 1 H) , 8. 5 2 (m, 1 H) , 8. 2 6 (m, 1 H) , 7. 7 4 (m, 
1 H) , 7. 63 Cm, 1 H) , 7. 36-7. 2 Cm, 3H) , 7. 22 Cs 
, 2H) , 4. 29 Cs, 2H) , 3. 92 Cd, 2 H) , 3. 22 Cm, 4H 
) , 3. 09 Cm, 4H) , 2. 57 Cs, 3 H) , 1. 98 Cm, 1 H) , 0 
. 97 Cd, 6H), ESIMS: CMH) + : 5 4 8. 
[0 4 3 7] 
[ftl 4 0] 



[0 4 3 8] 

IH-NMR Cd6-acetone) : S 9 . 79 Cs, IH), 8. 45 C 
s , 1 H) , 8. 11-8. 15 Cm, 2 H) , 7 . 7 1 Cm, 1 H) , 7 . 6 
4 Cm, IH) , 7. 3 9 Cm, 1 H) , 7. 2 9 Cm, 1 H) , 6. 7 9 Cs 
, 2H), 2. 57 Cs, 3H), 1. 51 Cs, 9H). ESIMS: CMH 
) + : 5 0 5. 
[0 4 3 9] 

mmm C3 5) : 3- [3- [ C3-;^h^^>-^yVV;W 7^/] -6-^ 
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-5- C2-7x^;P7^/) -4-T^/-5-^7VVjI^ 
] -1, 2, 4-t^'^i>yV-;l' 
[0 4 4 0] 

[ft: 1 4 1 ] 



[0 4 4 1] 

IHNMR Cd6-DMS 0) : 5 2. 5 5 Cs, 3H) , 3. 85 Cs, 3H 
) , 7. 1 (m, 1 H) , 7. 1 8 (m, IH) , 7. 2 (s b r, 2H) , 
7. 4 (m, 2H) , 7. 45 (m, 2H) , 7. 55 Cm, 2H) , 7. 7 ( 
dd, 2H), 7. 95 (dd, IH), 8. 35 (d, IH), 10. 35 ( 
s b r , 1 H) , 1 0. 8 5 Cs b r , 1 H) . E S I M S [MH] + : 4 
9 9. 

[0 4 4 2] 

Anal. Calcd for C26H22N603S:C, 62. 64;H 
, 4. 45, N, 16. 86;S, 6. 43. Found:C, 62. 41 ;H 
, 4. 5 4, N, 16. 7 2 ; S, 6, 3 0. 
[0 4 4 3] 

mMMB C3 6) : 3- [3- [ C3-^ T^/] -6->? 

^;l.-:7^-;H -5- [2- [3-T^/-Q- C4 -^;^.t^ U -HU 

>?-;H -4-7^/-5-^7V')M -1, 2, 4-;t^+^i>TV-;P 

[0 4 4 4] 
[ftl 4 2] 
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[0 4 4 5] 

IHNMR Cd6-DMS0) : 52. 55 Cs, 3H) , 3. 4 Cm, 4 H) 

, 3. 7 (m, 4 H) , 3. 8 5 (s. 3 H) , 6. 9 (d, 1 H) , 7. 15 
Cm, 1 H) , 7. 2 2 (s b r, 1 H) , 7. 3 5 (d, 1 H) . 7. 4 5 
(m, 1 H) , 7. 55 (m, 2 H) , 7. 85 (dd, 1 H) , 7. 95 (d 

d, IH). 8. 4 Cdd, 2H), 9. 75 (s br, IH), 10. 35 
(s br, 1H),10. 7Cs br, 1H).ESIMS [MH] + : 5 

8 5. 

[0 4 4 6] 

mMMB (3 7) : 5- {3- [3- C5-^^;P-2H- [1, 2, 4] hV 

rV-zP-a—Y/W - [1, 2, 4-t^^-ly'7V~jV-5-^ 

;H -N2- (3, 4, 5-hiJ^ -^7V-;^-2, 4- 

[0 4 4 7] 

[ftl 4 3] 




[0 4 4 8] 

(A) 1 2 OmL(7)X^/— ;l/^(7) 1 (6. 0 g, 37. 5mmol)fcllK^ 
iyy (6. 24mL, 200mmol, 5. 3 e q . ) :^riTL-/fco t#&tl/fc?S 
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cfc ^ 5 0 m L ^^^mh ^fc tc^, &m\it<D 2 ti^ttmLfco mit^mMic ^ ^ 

m^fco rjtm^oSM^? & 1 2 0 m L S^1J^& U X— r;^ C i o m L ) r^^^i 
LTrg@fc^^Lfc2:&*J6fco 1 HNMR j; i^^L. < ci h:^5t 

mhfrJk. r^m^^^UMW^U-^Lfr. (M^ '5. 0 7 g, 8 3 %) o R f 1 = 0 
. 8 (25%CH2C12-EtOAc), Rf2=0. 2 C25%CH2C1 
2 -E t 0 A c) . 
[0 4 4 9] 

2:iH-NMR(cl6-dmso) : S 9. 98 (s, IH), 8. 21 Cm 
, 1 H) , 8 . 1 4 Cm, 1 H) , 8 . 0 0 Cm, 1 H) , 7 . 7 1 Cm, 1 H 
) , 4. 6 0 Cs, 2 H) . 

[0 4 5 0] 

[ftl 4 4] 




[0 4 5 1] 

CB) 2 0mL4ff7j<X:^/-;l/^cO7-feh75i>>» C2. 3g, 2 4. 6m 
m o 1 , 1 e q . ) Iffc, NaOEt C24. 6mL, /— 1 M, 1 

eq. ) ^Tji^dyyrmni-rco ao^^M^. SoftM^^ -fe^^'h^^t^L 

Jt#fcJ: DH^S^tf^ofco Rf2 = 0. 75 C3 0%EtOH:30%CHC 

1 3 : 4 0 % E t 0 A c ) , V "^f-f ^ ;l' L^*^ ^^f+cO R f = 0 . 2 C 3 0 
% E t 0 H : 3 0 % C H C 1 3 : 4 0 % E t 0 A c ) o 2 . 0 7 g cO. ^(D^^ 
{^'^\ OmL<D^-yVy. lk'(3. 0. 5 2 m L CD 1 -^^'^Z— ;Pfc?§i?L.. 1 
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3 6 g CO 3 ^#fco Rf3 = 0. 6C30%EtOH:30%CHC13:40 
%E t 0 A c) . 3:1 H-NMR Cd6-dmso) -.613. 89 (s, 1 
H) , 8. 2 7 Cm, 2H) , 7. 8 6 (m, 1 H) , 7. 6 7 (m, 1 H) , 
2. 43 (s, 3H) . 

[0 4 5 2] 

[ftl 4 5] 




[0 4 5 3] 

it^^s^i. B CD mm<Dyjm'^''^^i^Em^n^\ mmmB csd 

fr_o 1 H-NMR Cd 6 a c e t o n e) : 5 8. 8 5 Cm, 1 H) , 8. 2 6 
Cm, 1 H) , 8 . 1 5 Cm, 1 H) , 7 . 6 3 Cm, 1 H) , 7 . 0 9 C s , 
2H) , 7. 01 Cs, 2H) , 3. 86 Cs, 6 H) , 3. 72 Cs, 3 H) 
, 2. 49 Cs, 3H). ESIMS: CMH) + : 5 0 7. 
[0 4 5 4] 

mnm^ C3 8) C3 9) C3 7) '^mmi^fc<Dtmm<D:^m'^im 

[0 4 5 5] 

HffiMB C3 8) : 5 - {3- [3- C5 -'rvynt:VV-2 H- [1, 2, 4 
] hU7y-;V-3— -:7x-;W - [1, 2, 4] t^^iyTV-jl^- 
-N2- C3, 4, 5-hiJ^ h+->-:7x-;W -^ry-;P-2 
, 4-i>T^y 

[0 4 5 6] 
[ft 1 4 6] 
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[0 4 5 7] 

IH-NMRCde-acetone) :513. 79 (s, IH), 10. 7 
8 Cs, IH), 8. 63 (m, 1 H) , 8. 15 (m, 2H), 7. 63 Cm 
, IH), 7. 36 Cs, 2H), 7. 02 (s, 2H), 3. 81 (s, 6H 
), 3. 72 (s, 3H), 3. 13 (septet, IH), 1. 33 

(d, 6H) . E S I MS ; (MH) + : 5 3 5. 

[0 4 5 8] 

mMMB (3 9) : 5 - (3- {5- [5 V^^^;P- 2 H- [1, 2, 4] 

hiJrV-;P-3-^;W - [i, 2, 4] 

5-^;P) -N2- (3, 4, 5-hiJ^ h^->-7x-;W -^7V-;^-2 

, 4->>T^y 

[0 4 5 9] 
[ftl 4 7] 



[0 4 6 0] 

IH-NMR (d6-acetone) :<512. 75 (s, 1 H) , 9. 68 

(s, 1 H) , 8. 8 1 Cm, 1 H) , 8. 2 3 (m, 1 H) , 8. 11 Cm, 

1 H) , 7. 58 (m, 1 H) , 7. 02 (s, 2 H) , 6. 93 (s, 2 H) 
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, 3. 7 7 Cs, 6H) , 3. 67 (s, 3H) , 2. 5 1 (d, 2H) , 2. 
0 1 (m, 1 H) , 0. 9 8 (d, 6 H) . E S I MS : (MH) + : 5 4 9. 

[0 4 6 1] 
HffiMB (4 0) 

[0 4 6 2] 

litl 4 8] 




[0 4 6 3] 

%mmB C4 1) 

[0 4 6 4] 

[ftl 4 9] 




[0 4 6 5] 

IffiMB (4 2) 
[0 4 6 6] 
litl 5 0] 
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[0 4 6 7] 
l%MB (4 3) 
[0 4 6 8] 

[ft: 1 5 1 ] 




(3, 4, 




[0 4 7 2] 



[0 4 6 9] 

mmmc en 

[0 4 7 0] 

4- (3-r^/7x-;P) -N2' - 
- [2, 5] ld^^7yU;V2' , 4' - 

[0 4 7 1] 

[ftl 5 2] 
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HffiMA CD coJ;5fcmSL/fc (3-^hn7x^;W -N2' -hV^^h^ 
[2, 5' ] lf^7V^U;V2' , 4' ->?7^y (Immol) (Tj 
mm. ^X^. DMF C3mL) ^cOiSftXX C 3m mo 1) r;^^yT^ 5 

1 OmL) :&D^NaHC0 3 (1 OmL) T^^^J^L. ttm^lf^^^"^. ^tl^ffi 
ii fc i9 5 0 % D M F ( 2 0 m L ) ^^lim:^)^ ^^i^^^fefc ^ 

^t^^iJyXLfco rJtm^NaHC0 3 (3 OmL) . ^U7i< C3 0m 

L) mi^b. MgS04^^l3iU ^^^y-Va^'nvh^^^^:?^- C?Sm^ia 
: 1 0 % h y/C H C 1 2 :^)^ £> 4 0 % r-tr h y/C H C 1 2 ) ^'WML. 4 
- (3-r^/7x-;W -N2' - (3, 4, h^^>7x-;D - 

[2, 5 ] li'^r y U ;^ 2 ' , 4 ' ->>T ^ y^#fto Mp205-2 10°CC 
dec omp) . 1 HNMR (DMS 0-d 6) : 5 1 0. 35 (b r d, NH 
2), 7. 41 (s, IH), 7. 18 (s, IH), 7. 07 (d, IH, J 
= 4. 82Hz, IH), 7. 00 (s, 2H), 6. 95 (s, 1 H) , 6. 
57-6. 52 (m, IH), 5. 13 Cbrd, NH2), 3. 80 (s, 6 
H) , 3. 65 (s, 3H) . FABMS (MH + ) :4 5 6. 

[0 4 7 3] 

Anal. Calcd for C21H21N503S2:C, 55. 37; 
H, 4. 65;N, 15. 37;S, 14. 0 8. Found:C, 55. 59 

; H, 4. 7 2 ; N, 15. 1 1 ; s, 13. 92. 

[0 4 7 4] 

mmmc (2) 

[0 4 7 5] 

3- [3-r^y7x^;W -5- [2- [ (3, 4, S-hU;^ h^y^x^ 
;D T^/] -4-r^/-5-^ryU;W -1, 2, 4-;t-4^Hti>TV-;^ 

[0 4 7 6] 

[ftl 5 3] 
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[0 4 7 7] 

267mgc^3- (3 - t ^ / 7x -5- 
[2- [ (3, 4, 5-hiJ^h + ^>7x-;P) 75/] -4-T^/-5-f- 

TVVM - I, 2, 4-t^^i?yv-jv mmmB C2) im-oxmm) ^ 

3 m L CO v*^^' n n ^ ^ 5 0 % h ij 7;P^nMlfc?§g? Lfcm^ 6 o ^T^m^ M 
rSfcTjt#L. ^Kfc^V^^^o 3NcONaOH:&?§m:;)^igS'[4fc^§$^^ 

TiT tM-^m^ E t 0 A ci^lfi m L- ffco ^ N a H C 0 3 
^L. Na2S04 ^^l^iLfco 2 0 4 m gCO^ i^MfecO@f*c7) 

«McOft^1^:&#ft (4X^9 5%) o 
[0 4 7 8] 

IHNMR Cd6-acetone) : S 3. 6 (s, 3H), 3. 75 (s, 
6H) , 4. 8 (s br, 2H) , 6, 75 (m, 1 H) , 6. 85 (s b 
r, 2H) , 6. 95 (s, 2H) , 7. 1 (t, 1 H) , 7. 25 Cm, IH 
) , 7. 3 5 (m, 1 H) , 9. 6 (s b r , 1 H) . E S I M S CMH+) 
: 4 4 1 ; (M-H-) : 4 3 9. 
[0 4 7 9] 

Anal. Calcd for C20H20N6O4S:C, 54. 53;H 
, 4. 5 8 ; N, 19. 08;S, 7. 2 8. Found:C, 5 4. 7 9;H 
, 4. 5 9 ; N, 18. 8 1 ; S, 7. 0 9. 
[0 4 8 0] 
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[0 4 8 1] 

4- [4' -T^/-4- (3-r^/-7x-;P) 

[0 4 8 2] 
[ftl 5 4] 




[0 4 8 3] 

o 

[0 4 8 4] 

IHNMRCCDSOD) : S7 . 88 (s, 4H), 7. 42 (s, IH), 
7. 40-7. 29 Cm, 2H), 7. 25-7. 18 Cm, IH), 6. 80 
-6. 72 Cm, IH). FABMS CMH + ) :4 4 5. 
[0 4 8 5] 

mnmc W • 3- [3-7^/-6-:7;P;^-n7x-;W -5- [2- [ C 

3, 4, 5-hij^ h+-y7x-;w r^/-4-r^/] -5-^ryu;w 

-1, 2, 4 -^t+^tv'/V— ;P 

[0 4 8 6] 
[ftl 5 5] 
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[0 4 8 7] 

lHNMRCCDC13-MeOD 10:i) : S3. 85 (s, 3H), 3 
. 95 Cs, 6H) , 6. 75 (m, 2H) , 7. 1 (m, 2 H) , 7. 7 (s 

b r, 1 H) . E S I M S [MH] + : 4 5 9. 
[0 4 8 8] 

MMMC (5) : 3- [2-y]Vtu-4-y^h^'y~5-T^/y:^^M - 
5- [2- [ (3, 4, 5-hU^ T^/] -4-T^/-5 

-f-TWM - I, 2, A-t^'^i^T V-;^ 

[0 4 8 9] 

[ftl 5 6] 



[0 4 9 0] 

IHNMR (d6-DMS0) : <53. 6 (s, 3 H) , 3. 8 (s, 6H) , 
4. 0 (s, 3H) , 6. 95 (s br, 2 H) , 7. 2 (m, 3H) , 8. 
65 (d, IH), 9. 05 Cs br, IH). ESIMS [MH] + : 4 8 

9. 

[0 4 9 1] 

mumc (6) : 3- C3-7^/-6->?^;P-7x-;P) -5- [2- [ C 
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] -1, 2, A-t^'O'i^rv-]]^ 

[0 4 9 2] 
Ut \ 5 7] 




[0 4 9 3] 

1HNMR(CDC13) :<S2. 05 (s, 3H), 3. 8 (s, 9H), 6 
. 2 (s br, 2H) , 6. 6 (s br, 2H), 6. 8 (m br, IH 
), 7. 05 Cm br, IH), 7. 45 (s br, IH). ESIMS [ 
MH] + : 4 5 5. 

[0 4 9 4] 

Hffi^jC (7) : 5- [3- (5-r^/-2-^'nn-7x-;P) - [i, 2 
, 4] t^^'f-JrV-lV-S-^M -N2- (3, 4, S-V^)^V^1y-y 

:l-]V) -^rv-;p-2, A--J7^y 

[0 4 9 5] 
[ftl 5 8] 




[0 4 9 6] 

IH-NMR (d6-acetone) : SQ. 58 (s, IH). 7. 13 C 
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m, 2H) , 6. 92 (s, 2H) , 6. 78 (s, 2H) , 6. 70 Cm, 1 
H), 4. 91 (s, 2H), 3. 78 (s, 6H), 3. 58 (s, 3H). 
E S I M S : (MH) + : 4 7 5 (1 0 0%), 4 7 7 (3 0%.) 
[0 4 9 7] 

miMmc (8) : 5- [3- (5 -7^/- 2, 4 ->?7;P^n-7x^;P) - 
[1, 2, 4] ;t^^t>>TV-;V-5-^;W -N2- (3, 4, S-hV^h 

[0 4 9 8] 
litl 5 9] 



[0 4 9 9] 

IH-NMR Cd6-acetone) :59. 72 (s, IH), 7. 63 ( 
m, IH) , 7. 09 (m, 1 H) , 7. 05 (s, 2H) , 6. 94 (s, 2 
H) , 4. 83 (s, 2H) , 3. 85 (s, 6H) , 3. 72 (s, 3H) . 
E S I M S (MH) + : 4 7 7. 

[0 5 0 0] 

mnmc (9) : 5- [3- (5-r^/-2-^'nn-4-7;^;tn-7x- 
;P) - [1, 2, 4] :t+^t>>TV-;P-5-^;W -N- (3, 4, 5-hV 

[0 5 0 1 ] 
[ftl 6 0] 
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F 



[0 5 0 2] 

IH-NMR Cde-dmso) 510. 76 (s, IH), 7. 36 Cm, 2 
H), 7. 18 (s, 2H), 6. 93 (s, 2H), 5. 60 (s, 2H), 
3. 86 Cs, 6H), 3. 73 Cs, 3H). ESIMS (MH) + 4 9 3 C 

10 0%), 4 9 5 (3 0 %) . 

[0 5 0 3] 
HMMD (1) 

N- {3- [4' -7^/-2' - (3, 4, 5-hiJ^ h + 

/) - [2, 5' ] i^^ryU;P4-^;H y^VT^Y 

[0 5 0 4] 
[ft 1 6 1 ] 



[0 5 0 5] 

^7i<» (2 1. 3/iL, 0. 2250 mm ol)^. MWHC ( 1 ) fcfHicc^ 
i:^\t.mmhfcA- (3-r^/7x-;P) -N2' - (3, 4, 5-hiJ>?h 
^^>:7x^;P) [2, 5] l^^ryU;P2' , 4' (50. Omg, 

0. 1 1 2 5 mm o 1) cO?Smfc^i^nU i>> (2 8. 5 L , 0. 352 
mmo 1) . DMF ( 7 0 /i L) T H F ( 7 0 0 ^ L) fc. - 1 5 °C mU 




V 



O 
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g) ^'mmLfco 3 0^Mg. Emmi^Ue OH (0. 5mL) rflfiU 
MM^MV^^ C - 1 8'mm PLC mHi^U : 9 5 %H 2 O/0 . 1 % T F A 
/CH3 CN-5 %H 2 0/0. 1 % T F A/C H 3 C N) ^^IfSbT^ 4 6m 
gcON- {3- [4' -r^y-2' - (3, 4, 5 - h U >^ h^->-7x 
7^/) - [2, 5' ] lf^7/U;V4-^;H -7aL^;H 7irh7^K^# 

[0 5 0 6] 

IHNMR (CDC13) :57. 97 (s, IH), 7. 56 (d, J=7. 
7Hz, IH), 7. 44 (d, J=7. 8Hz, IH), 7. 30 (t, J = 
7. 6Hz, IH), 7. 27 Cs, IH), 7. 19 (s, IH), 6. 55 

(s, 2H), 5. 90-6. 10 Cbs, IH), 3. 82 (s, 6H), 3 
. 78 Cs, 3H), 2. 14 (s, 3H). ESIMS (MH + ) : 4 9 8. 
Anal. Calcd. for C 2 3 H 2 3 N 5 0 4 S 2 • (0. 5H20, 
0. 5acetone) : C, 5 4. 93;H, 5. 0 8 ; N, 13. 08;S 
, 11. 97. Found:C, 5 4. 7 3 ; H, 4. 8 0 ; N, 13. 2i; 
S, 11. 9 8. 

[0 5 0 7] 

mmmi) cd immoyjmmmiz^ ly^TommmD C2) t-^^u C5 7) ^ 

[0 5 0 8] 

mmmB (2) 

N- {3- [4' -T^/-2' - (3, 4, 5-hij^ h+->-:7x-;pr^ 

/) - [2, 5' ] i^^7yU;^4-^;H -c 

yx;P^tx y 7 ^ F 

[0 5 0 9] 
[ftl 6 2] 
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[0 5 10] 

1HNMR(CDC13) :57. 61 (s, IH), 7. 55 (d, J=7. 
9Hz, IH), 7. 32 (d, J=7. 9Hz, 1 H) , 7. 26-7. 16 

Cm, 5H) , 7. 0 3 (s, 1 H) , 7. 0 0 (s, 2 H) , 6. 5 1 (s, 
2H) , 6. 42 Cs, 1 H) , 5. 9 0-6. 0 0 (bs, 2H) , 4. 26 

Cs, 2H), 3. 78 (s, 6H), 3. 74 (s, 3H). ESIMS (M 
H+) : 6 1 0. 

[0 5 1 1] 

Anal. Calcd. for C 2 8 H 2 7 N 5 0 5 S 3 * 0 . 3H20:C 
, 5 4. 6 7;H, 4. 5 2 ; N, 11. 39. FoundiC, 5 4. 7 0; 
H, 4. 5 2 ; N, 11. 0 4. 
[0 5 12] 

HMMD (3) 

N- {3- [4' -r^/-2' - (3. 4, 5-hV:^h^i^-yx^]\^T^ 

y) - [2, 5' ] i^^7yu;P4-^';W -yc^^M -^^yx;^.t^yr^ 

[0 5 13] 
litl 6 3] 
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OCH, 




[0 5 14] 

1HNMR(CDC13) :57. 81 (s, IH), 7. 69 (d, J=7. 
8Hz, IH), 7. 45 (t, J=7. 9Hz, IH), 7. 26 (s, IH 
) , 7. 24 Cs, 1 H) , 6. 73 Cbs, 1 H) , 6. 70 (s, 2H) , 
3. 92 Cs, 6H), 3. 89 (s, 3H). 3. 12 (s, 3H). ESI 
M S CMH+) : 5 3 4. 
[0 5 15] 

Anal. Calcd. for C22H23N5O5S3-0. 9TFA:C 
, 44. 92;H, 3. 79;N, 11. Oi;S, 15. 12. 
Found:C, 44. 94;H, 3. 87; N, 11. 12. 
[0 5 16] 

{3- [4' -7^/-2' - (3, 4, 5-hu>? 

- [2, 5' ] lf^7yU;V4— f;W -:7j:-;H :tf;WU ^'T^^y F7x 

[0 5 17] 

lit I 6 4] 
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[0 5 18] 

1HNMR(CDC13) :<58. 04 (s, IH), 7. 64 (t, J = 7. 
2Hz, IH), 7. 46-7. 38 (m, 5H), 7. 28-7. 18 (m, 
4H) , 7. 14 (s, 1 H) , 7. 05 Cs, 1 H) , 6. 64 Cs, 2 H) 
, 6. 09 Cbs, 1 H) , 3. 9 1 (s, 6 H) , 3. 87 (s, 3 H) . E 
SIMS (MH+) : 5 7 6. 
[0 5 19] 

Anal. Calcd. for C28 H25 N5O5S2 - 0. 3DMF:C 
, 5 8. 0 8;H, 4. 5 7 ; N, 12. 42;S, 10. 7 3. 
Found:C, 58. 33;H, 4. 39; N, 11. 53;S, 10. 68 

[0 5 2 0] 

HMMD (5) 

N- {3- [4' -7^/-2' - (3, 4, 5-hiJ^ h + 

/) - [2, 5' ] i^^ryU;^4-^;H 2 -7x-;P-r-tr h 

7^ K 

[0 5 2 1] 

[ftl 6 5] 




[0 5 2 2] 

HNMR (CDCI3) :57. 89 (s, IH), 7. 64 (d, J=7. 

4 H z, 1 H) , 7. 4 7 - 7. 3 2 (m, 7 H) , 7. 14 (s , 1 H) , 7 
. 1 0 (s, 1 H) , 6. 64 (s, 2H) , 6. 06 (bs, 2 H) , 3. 9 
1 Cs, 6H) , 3. 87 Cs, 3H) , 3. 79 Cs, 2H) . ES IMS C 
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MH^ ) : 5 7 4. 
[0 5 2 3] 

Anal. Calcd. for C29 H27 N5O4S2 :C, 60. 7i; 
H, 4. 7 4 ; N, 12. 2 1 ; S, 11. 18. F o u n d : C , 6 0. 88 

; H, 4. 7 8 ; N, 12. 0 0 ; S, 11. 14. 

[0 5 2 4] 

{3- [4' -7^/-2' - (3, 4, S-hiJ^h^^v-:?^-;^/^/) 
- [2, 5' ] H'^7yU;V4-^;H ^'/^^^y 

[0 5 2 5] 

[ftl 6 6] 




[0 5 2 6] 

'hNMRCCDCIs) : S 8. 14 (s, IH), 7. 82 (d, J=6. 
9Hz, IH) , 7. 59 (m, 3H) , 7. 34 (s, 1 H) , 6. 90 (s 
, IH) , 6. 85 Cs, 2H) , 6. 4 0-6. 2 0 (bs, 1 H) , 4. 1 
2 Cs, 6H) , 3. 78 Cs, 3H), 2. 14 Cs, 3H). ESIMS C 
MH^ ) : 5 1 4. 
[0 5 2 7] 

Anal. Calcd. for C23 H23 N5O5S2-0. 35H2O: 

C, 53. 13: H, 4. 60;N, 13. 47;S, 12. 34. 
Found:C, 53. 1 0 ; H, 4. 5 8 ; N, 13. 34;S, 12. 11 
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[0 5 2 8] 

1- {3- [4' -7^/-2' - (3, 4, 

y) - [2, 5' ] i^^ryU;P4-^;H -3-^^;P-^^r 

[0 5 2 9] 
[ftl 6 7] 



HNMRCCDCls) :58. 63Cbs, IH), 7. 90 (s, IH) 
, 7. 61 (s, IH), 7. 49 Cd, J=8. OHz, IH), 7. 39 ( 
d, J=8. 2Hz, 1 H) , 7. 31 (s, 1 H) , 7. 07 (s, 1 H) , 
6. 75 (s, 2H), 6. 00-6. 10 (bs, IH), 5. 35 (bs, 
1 H) , 3. 87 Cs, 6H) , 3. 81 (s, 3 H) , 2. 80 (d, J=4 



. 3Hz, 3H). ESIMS (MH ) : 5 1 3 . 
[0 5 3 1] 

Anal. Calcd. for C23 H24 N6O4S2-0. 4H20;C 
, 53. 14;H, 4. 81;N, 16. 17;S, 12. 34. Found: 
C, 53. 1 5 ; H, 4. 7 5 ; N, 16. 12;S, 12. 46. 
[0 5 3 2] 

mmmp (8) 

N- {3- [4' -T^/-2' - (3, 4, 5-hiJ>? h^->-:7x-;Pr^ 

/) - [2, 5' ] l^^rV^U;^4-^;H -^nH^tyr^K 
[0 5 3 3] 
[ftl 6 8] 




[0 5 3 0] 



+ 
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[0 5 3 4] 

'hNMRCCDCIs) :58. 27 (s, IH), 7. 85 (d, J=7. 
5Hz, IH), 7. 74 (d, J=8. OHz, IH), 7. 59 (t, J = 
7. 9Hz, IH), 7. 41 Cs, IH), 7. 33 Cs, IH), 6. 84 

(s, 2H) , 6. 2 0-6. 3 5 (bs, 1 H) , 4. 1 1 (s, 6 H) , 4 
. 07 Cs, 3H), 2. 64 (q, J = 7. 6Hz, 2H), 1. 50 (t, 
J=7. 5Hz, 3H) . ESIMS (MH^ ) :512. 

[0 5 3 5] 

Anal. Calcd. for C24 H25 N5O4S2 :C, 56. 34; 
H, 4. 93;N, 13. 69;S, 12. 54. FoundiC, 56. 22 

; H, 5. 0 1 ; N, 13. 4 8 ; s, 12. 73. 

[0 5 3 6] 

mmmp o) 

N- {3- [4' -r^/-2' - (3. 4, 5-hV:^h^i^-yx^]lT^ 
/) - [2, 5' ] ^^7V^')]\^A-^M -:7x-;H -^y^^^;^7^F 

[0 5 3 7] 

UtX 6 9] 
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[0 5 3 8] 

'hNMRCCDCIs) :<59. 46 (s, IH), 8. 54 (s, IH), 
8. 06 (s, 1 H) , 7. 57 (d, J=8. IHz, 1 H) , 7. 53 (d 
, J=7. 8Hz, 1 H) , 7. 27 (t, J=8. OHz, 1 H) , 7. 03 

Cs, 1 H) , 6. 77 Cs, 2H) , 6. 0 0-6. 2 0 (bs, 1 H) , 3 
. 81 (s, 6H), 3. 75 (s, 3H), 2. 18 (m, 3H), 0. 95 

(d, J=6. 3Hz, 6H) . ESIMS (MH^ ) : 5 4 0. 

[0 5 3 9] 

Anal.Calcd. for C26 H29 Ns 0482-0. 5H2 0:C 
, 56. 91 ;H, 5. 51;N, 12. 76;S, 11. 69. Found: 
C, 5 7. 3 3;H, 5. 5 7 ; N, 12. 28;S, 11. 64. 
[0 5 4 0] 

HMMD (1 0) 

{3- [4' -7^/-2' - (3, 4, 5-hiJ^h + ^>-7x-;Pr^/) 
- [2, 5' ] i^^ryU;^4-^;H i^T-yy 

[0 5 4 1] 
[ftl 7 0] 




[0 5 4 2] 

HNMR (CDCI3) :57. 93 Cs, IH), 7. 60 (d, J=6. 

9Hz, 1 H) , 7. 40 Cm, 3H), 7. 13 Cs, 1 H) , 6. 65 Cs 
, 2H) , 6. 62 Cs, 1 H) , 6. 08 Cbs, 2H) , 5. 06 Cm, J 
= 6. 4Hz, 1 H) , 3. 92 Cs, 6 H) , 3. 87 Cs, 3 H) , 1. 3 
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3 Cd, J=6. 4Hz, 6H) . ESIMS (MH^ ) 15 4 2. 
[0 5 4 3] 

Anal. Calcd. for C25 H27 N5O5S2 :C, 55. 44; 
H, 5. 02;N, 12. 93;S, 11. 84. Found:C, 55. 15 
; H, 5. 1 4 ; N, 12. 4 6 ; S, 11. 7 5. 
[0 5 4 4] 

mmmp (id 

4-^uu-}£V-yy-2-ti?l^t^^iyV ^yi^7'y-y\^ {3- [4' -7^/- 
2' - (3, 4, 5-hiJ;^ h^>'-7x-;yr^/) - [2, 5' ] H^ry 
iJ;P4-^;H -r^K 
[0 5 4 5] 
[ft 1 7 1 ] 




[0 5 4 6] 

HRFABMS:Calcd. for C 21 H23 CIN6O4S2 (MH^ 
) :5 9 4. 0 9 1 1. Found:5 9 4. 0 9 2 7. 
Anal. Calcd for C27H23 C1N604 S2:C, 54. 9 
4 ; H, 3. 90;N, 14. 1 2 ; S, 10. 78. Found:C, 54. 
4 3 ; H, 3. 8 7 ; N, 14. 0 1 ; S, 10. 9 2. 
[0 5 4 7] 

mmmp ci 2) 

{3- [4' -7^/-2' - (3, 4, 5- ;^ h^iz-^x^/PT^/) 
- [2, 5' ] l^^7yiJ;P4 — f;P] -:7x-;H F-^ 



[0 5 4 8] 
litl 7 2] 
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[0 5 4 9] 

'hNMRCCDCU) : 5 7 . 93 Cs, IH), 7. 61 (d, J=7. 
GHz, IH), 7. 40 Cm, 7H), 7. 12 (s, 1 H) , 6. 76 (s 
, IH), 6. 64 (s, 2H), 6. 07 (bs, 2H), 5. 25 (s, 2 
H) , 3. 9 1 (s, 6H) , 3. 87 (s, 3H). ESIMS (MH^ ) : 
5 9 0. 
[0 5 5 0] 

Anal. Calcd. for C29 H27 N5O5S2 :C, 59. 07; 
H, 4. 62;N, 11. 88;S, 10. 88. Found:C, 5 8. 84 

;h, 4. 64; N, 11. 7i;s, 11. 07. 

[0 5 5 1] 

mmmp ci a) 

N- {3- [4' -T^/-2' - (3, 4, 5-hiJ^ 

/) - [2, 5' ] i^^ryU;^4-^;W -2, 2, 2-hVy 

[0 5 5 2] 
[ftl 7 3] 
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[0 5 5 3] 

'hNMRCCDCIs) : S8. 14 (s, 1H), 7. 96 (bs, IH) 
, 7. 79 (d, J=6. 4Hz, IH), 7. 48 (d, J=8. OHz, 1 
H) , 7. 17 Cs, IH), 6. 65 (s, 2H), 6. 05 (bs, 2 H) 
, 3. 92 Cs, 6H) , 3. 87 (s, 3H). ESIMS (MH^ ) :55 

HRMS (FAB), m/z Calcd. for C23 H20 F3N5O4 
S2 CMH^ ) :552. 0987. Found: 552. 0981. 
[0 5 5 4] 

HMMD (1 4) 

N- {3- [4' -T^/-2' - (3, 4, 5- hU>< h^^>-7x-;^7^ 
/) - [2, 5' ] i^^ryU;^4-^;H -2, 2-i^y;]ytu 

[0 5 5 5] 
litl 7 4] 




[0 5 5 6] 

HNMRCCDCIs) :<58. 15 (s, IH), 7. 98 (bs, IH) 



(149) #S 2003-501420 

, 7. 75 Cd, J=7. 5Hz, 1 H) , 7. 61 (d, J=8. IHz, 1 
H), 7. 46 (t, J=8. OHz, IH), 7. 17 (s, IH), 6. 6 
6 (s, 2H) , 6. 08 (bs, 2 H) , 3. 93 (s, 6 H) , 3. 89 ( 
s, 3H) , 3. 52 Cs, IH). ESIMS (MH^ ) :5 3 4. 
[0 5 5 7] 

HRMS(FAB),m/z Calcd. for C23H21 F2N5O4 
S2 (M+Cs+) :6 6 6. 0 0 5 7. Found:6 6 6. 0 03 2. 
[0 5 5 8] 

mmmp (15) 

N- {3- [4' -T^/-2' - (3, 4, 5-hiJ^ 

/) - [2, 5' ] i^^ryU;^4-^;H -2-7x/+->-r 

[0 5 5 9] 
[ftl 7 5] 




[0 5 6 0] 

'hNMRCCDCIs) :58. 27 Cs, IH), 8. 06 (s, IH), 
7. 63 Cd, J=7. 8Hz, 1 H) , 7. 51 (d, J=8. OHz, IH 
) , 7. 32 (m, 4H) , 7. 07 (s, 1 H) , 6. 56 (s, 2 H) , 6 
. 01 (bs, 2H) , 4. 58 (s, 2 H) , 3. 82 (s, 6 H) , 3. 7 
8 (s, 3H) . ESIMS CMH^ ) : 5 9 0. 
[0 5 6 1 ] 

Anal. Calcd. for C29 H27 N5O5S2 * (0. 7H2O, 
0. 2EtOAc) : C, 5 7. 7 3 ; H, 4. 8 8 ; N, 11. 30;S, 1 
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5. 74. Found:C, 5 7. 9 7 ; H, 4. 5 9 ; N, 11. 08;S, 
10. 3 3. 
[0 5 6 2] 

N- {3- [4' -7^7-2' - (3, 4, 5-hiJ7 h^>'-7x^;P7^ 
/) - [2, 5' ] H:^7yU;V4-7;W -7x-;H -3-7x-;^-7n 

[0 5 6 3] 
[fbl 7 6] 




[0 5 6 4] 

HNMR (CDCls) : S7 . 97 (s, IH), 7. 63 (d, J=8. 
OHz, IH) , 7. 46 Cd, J=7. 9Hz, 1 H) , 7. 40 Cm, 3H 
) , 7. 12 Cs, 1 H) , 7. 06 Cs, 1 H) , 6. 64 (s, 2 H) , 6 
. 07 (bs, 1 H) , 3. 91 Cs, 6H) , 3. 87 (s, 3 H) , 3. 1 
1 Ct, J=7. 5Hz, 2H), 2. 72 (t, J=7. 5Hz, 2H). E 
SIMS CMH^ ) : 5 8 8. 
[0 5 6 5] 

Anal. Calcd. for Cso H29 N5O5S2 :C, 61. 3i; 
H, 4. 97;N, 11. 92;S, 10. 91. Found:C, 6 0. 67 

; H, 5. 0 9 ; N, 11. 7 7 ; s, 10. 6 9. 

[0 5 6 6] 

mmmp (17) 

{3- [4' -7^/-2' - (2, 4-9^^h^iy-y:z^J]yT^/) - [2 
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, 5' ] l^^7V^U;^4-^;W -y:L^M 

[0 5 6 7] 
Ut \ 7 7] 




[0 5 6 8] 

HNMR CCDCls) :57. 65 Cs, IH), 7. 48 (d, J=9. 
4Hz, IH), 7. 37 (d, J=7. 3Hz, IH), 7. 16 (m, 7H 
) , 6. 85 (s, 1 H) . 6. 54 (s, 1 H) , 6. 3 1 (m, 3 H) , 6 
. 0 0-5. 7 0 (bs, 2H) , 5. 00 (s, 2 H) , 3. 65 (s, 3H 
), 3. 60 Cs, 3H). ESIMS (MH^ ) : 5 6 0. 
[0 5 6 9] 

Anal.Calcd for C28H25N5O4S2-0. 7H20:C 
, 59. 14;H, 4. 61;N, 12. 32;S, 11. 28. Found: 
C, 59. 5 1 : H, 4. 4 1 ; N, 11. 82;S, 10. 90. 
[0 5 7 0] 

^ ^ MD (1 8) 

{3- [4' -7^/-2' - (2, 5->>^^ h + - [2 

, 5' ] ^^7V^^)]VA-^M -yoL^M -A/WU^y^^r^v^y K^y>>> 

[0 5 7 1] 
[ftl 7 8] 
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[0 5 7 2] 



HNMRCCDCls) :57. 91 (s, IH), 7. 65 (d, J=9. 
4Hz, IH). 7. 37 (d, J=7. 3Hz, IH), 7. 16 (m, 7H 
) , 6. 85 Cs, 1 H) , 6. 54 (s, 1 H) , 6. 3 1 Cm, 3 H) , 6 
. 0 0-5. 7 0 Cbs, 2H) , 5. 00 (s, 2 H) , 3. 65 (s, 6H 



), 3. 60 (s, 3H). ESIMS (MH ) : 5 6 0. 
[0 5 7 3] 

Anal. Calcd. for C28 H25 N5O4S2 :C, 60. 09: 
H, 4. 5 0 ; N, 12. 5 1 ; S, 11. 4 6. Found:C, 6 0. 52 
; H, 4. 6 4 ; N, 12. 0 0 ; S, 10. 9 6. 
[0 5 7 4] 

mmmp (19) 

{3- [4' -T^/-2' - C4-7x/+->-:7x-;Pr^/) - [2, 5 

[0 5 7 5] 

Utl 7 9] 



+ 




[0 5 7 6] 
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'hNMRCCDCU) 87 . 90 (s, IH), 7. 61 (d, J=7. 
4 H z , 1 H) , 7 . 4 6 (m, 1 0 H) , 7 . 11 (m, 8 H) , 6 . 8 1 ( 
s, IH), 6. 08 (bs, 2H), 5. 25 (s, 2H). ESIMS (M 

) : 5 9 2. 
[0 5 7 7] 

Anal. Calcd. for C32 H25 N5O3S2 :C, 64. 96H 
, 4. 2 6 ; N, 11. 84;S, 10. 84. Found:C, 6 4. 6 8; 
H, 4. 36; N, 11. 58;S, 10. 65. 
[0 5 7 8] 

mmmv> (2 0) 

[3- C4' -7^/-2' [2, 5' ] i^^ryu;P4- 

[0 5 7 9] 
[ftl 8 0] 




[0 5 8 0] 

'hNMRCCDCIs) :7. 81 (s, IH), 7. 55 (d, J=7. 3 
Hz, 1 H) , 7. 3 0 Cm, 1 2H) , 7. 1 0 Cm, 1 H) , 7. 0 2 Cs 
, IH), 6. 68 Cs, IH), 6. 10-5. 90Cbs, 2H), 5. 1 
5 Cs, 2H). ESIMS CMH^ ) : 5 0 0. 
[0 5 8 1] 

HRMS CF AB) , m/z Calcd. for C26 H21 N5O2S2 
CMH^ ) :5 0 0. 1 2 1 5. Found:5 0 0. 1 2 3 2. 
[0 5 8 2] 

mmm\y C2 d 
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^^yVy-^y-2-t}]V7^-^^-y^) -y^7-yvY {3- [4' -7^/- 2' - c 

3, 4, S-V')^V^y-y:L:^]V7^/) - [2, 5' ] ^i^TV^Jjl^A- 

[0 5 8 3] 

[ft 1 8 1 ] 




[0 5 8 4] 

E SMS CMH^ ) : 6 0 0. 

Anal.Calcd for CsoHasNsOsSa-O. 75H2O: 
C, 5 8. 7 6 ; H, 4. 36;N, 11. 42:S, 10. 46. Found 

: C, 5 8. 7 4 ; H, 4. 08;N, 11. 46;S, 10. 41. 

[0 5 8 5] 

mmmv> (2 2) 

{3- [4' -7^/-2' - (3, 4, 5-hiJ^h + ^>-7x-;^r^/) 

- [2, 5' ] lf^7yU;l'4-^;W -:7x-;H ^^r^^^y 
7^^y- 1 -^;vxxr;^ 

[0 5 8 6] 
[ftl 8 2] 
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[0 5 8 7] 

E SMS (MH^ ) : 6 2 6. 

Anal.Calcd for CseHstNsOsSe-O. THaOlC 
, 60. 2 1 ; H, 4. 4 8 ; N, 10. 97;S, 10. 05. Found: 
C, 6 0. 2 4 ; H, 4. 3 1 ; N, 10. 72;S, 10. 03. 
[0 5 8 8] 

mmmp (23) 

{3- [4' -7^/-2' - (3, 4, S-hiJ^h^^v-:?^-;^/^/) 
- [2, 5' ] H'^7yU;V4-^';H ^'/^^^y K i 

[0 5 8 9] 

[ftl 8 3] 




[0 5 9 0] 

E SMS CMH^ ) : 6 0 4. 

Anal.Calcd for CsoHagNsOsSa-O. 4H20;C 
, 5 8. 9 8;H, 4. 9 2 ; N, 11. 46:S, 10. 5 0. Found: 
C, 5 8. 9 3;H, 4. 90;N, 11. 4 1 ; S, 10. 27. 
[0 5 9 1 ] 

mmmp (2 4) 

N- {3- [4' -T^/-2' - (3, 4, 5-hiJ>? h^->-:7x-;Pr^ 

/) - [2, 5' ] l^^rV^U;^4-^;H — ^yXr^ K 
[0 5 9 2] 
[ftl 8 4] 



(156) 



#S 2003-501420 




[0 5 9 3] 

E SMS (MH^ ) : 5 6 0. 

Anal. Calcd for Czs H25 N5O4S2 :C, 60. 09; 
H, 4. 5 0 ; N, 12. 5 1 ; S, 11. 4 6. Found:C, 6 0. 07 
;H, 4. 54; N, 12. 45;S, 11. 42. 
[0 5 9 4] 

mmmp (2 5) 

{3- [4' -T^/-2' - C4-X;P7r^^;P-7x-;Pr^/) - [2 
, 5' ] i^^ryU;^4-^;H ^^r^v^y K^y>>> 

[0 5 9 5] 
[ftl 8 5] 




[0 5 9 6] 

E SMS (MH^ ) : 5 7 9. 
[0 5 9 7] 

mmmp (2 e) 

4- {3- [4' -7^/-2' - (3, 4, 5-hU;^ h^>^--7x-;P7^ 
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/) - [2, 5' ] l^^7V^U;^4— -r;l'] -y :L^M}Vy%^^ jVt^i^:^^ 

[0 5 9 8] 
[fkl 8 6] 




[0 5 9 9] 

E SMS CMH^ ) : 6 4 8. 

Anal.Calcd for Csi H29 NsOrSalC, 57. 48; 
H, 4. 5 1 ; N, 10. 8 1 ; S, 9. 90. Found:C, 5 7. 6 6; 
H, 4. 5 2 ; N, 10. 6 4 ; S, 10. 0 8. 
[0 6 0 0] 

Hffi^JD (2 7) 

N- {3- [4' -7^7-2' - (3, 4, 5 - h U ^ h + -7^7 ^ 

/) - [2, 5' ] i^^ryU;^4-^;H -3-^vynH;P- 

[0 6 0 1] 
[ftl 8 7] 

X 1 




[0 6 0 2] 
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E SMS CMH^ ) : 6 0 2. 

Anal.Calcd for Csi Hsi N504 S2:C, 61.88; 
H, 5. 1 9 ; N, 11. 64;S, 10. 66. Found:C, 61. 45 
; H, 5. 3 8 ; N, 11. 3 0 ; S, l O. 3 8. 
[0 6 0 3] 

HMD (2 8) 

N- {3- [4' -7^/-2' - (3, 4, h + 

/) - [2, 5' ] e5^ryU;^4-^;H -A-ymu — sy 

[0 6 0 4] 
[ftl 8 8] 




[0 6 0 5] 

E SMS (MH^ ) : 5 7 8. 

Anal.Calcd for C28H24N5O4S2-0. SHaOiC 
, 5 7. 6 8;H, 4. 2 5 ; N, 12. Oi;S, 11. 00. Found: 
C. 5 7. 6 4 ; H, 4. 32;N, 11. 79;S, 10. 97. 
[0 6 0 6] 

MMMB (2 9) 

N- {3- [4' -7^/-2' - (3, 4, 5-hV^h^y-y:z^;Vr^ 

/) - [2, 5' ] i^^ryU;^4-Y;H -:7x-;W -S-'fu^ — ^yX 

[0 6 0 7] 
Utl 8 9] 
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[0 6 0 8] 

E SMS (MH^ ) : 6 3 8/6 4 0. 

Anal. Calcd for C28 H24 BrN504 S2 :C, 52. 6 
7 ; H, 3. 7 9 ; N, 10. 97;S, 10. 04. Found:C, 52. 
4 9 ; H, 3. 9 9 ; N, 10. 3 6 ; S, 9. 7 1. 
[0 6 0 9] 

HMMD (3 0) 

N- {3- [4' -7^/-2' - (3, 4, 5-hiJ^ h + 

/) - [2, 5' ] i^^ryU;^4-^;H -4-^^00-3-^ 

[0 6 10] 
[ftl 9 0] 




[0 6 1 1] 

E SMS CMH^ ) : 6 0 8/6 1 0. 

Anal. Calcd for C29H26 C1N5O4S2-0. 6H2O 
: C, 5 6. 2 7 ; H, 4. 43;N, 11. 32;S, 10. 3 6. 
Found:C, 56. 36;H, 4. 38; N, 11. 14;S, 10. 14 
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[0 6 12] 

N- {3- [4' -T^/-2' - (3, 4, 5-hU>^ 

/) - [2, 5' ] if^7yU;V4-^;H -7x-;W -3, 4->>>^;y- 

[0 6 13] 

[ft 1 9 1 ] 




[0 6 14] 

E SMS CMH^ ) : 5 8 8. 
[0 6 15] 

mmBiD (3 2) 

N- {3- [4' -T^/-2' - (3, 4, 5-hiJ>? h + ->-:7x-;P7^ 

7) - [2, 5' ] i^^7yU;V4-Y;H -3-;^h^^>-4- 

[0 6 16] 

Utl 9 2] 
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[0 6 17] 

E SMS (MH^ ) : 6 0 4. 

Anal.Calcd for CsoHagNsOsSa-O. 6H20:C 
, 5 8. 5 2 : H, 5. 0 7 ; N, 11. 08;S, 10. 14. Found: 
C, 5 8. 4 8 ; H, 5. 03;N, 10. 75;S, 9. 95. 
[0 6 18] 

mmmp (33) 

2, 4->?>^^;P-^7V-;P-5-A;P.1?+->iJ ^y^^Tv-^y K {3- [4' - 
7^7-2' - (3, 4, 5-hiJ;^ h^i/-7x-;V7^7) - [2, 5' ] 
lf^77U;V4-^;H -7x-;H -7^K 

[0 6 19] 

[ftl 9 3] 




[0 6 2 0] 

E SMS CMH^ ) : 5 9 5. 

Anal.Calcd for C27H26N6O4S3-0. 2H20;C 
, 5 4. 2 2 ; H, 4. 7 7 ; N, 13. 08;S, 14. 97. Found: 
C, 5 4. 5 9 ; H, 4. 89;N, 12. 6i;S, 14. 73. 
[0 6 2 1 ] 

mmmp (34) 

5-^^;P-^:t7xy-2-A;P.1?^->iJ^y^'7->^y K {3- [4' -7^7 

-2' - (3, 4, 5-hiJ7 h^>--7x^;P7^7) - [2, 5' ] ^^7 
7U;P4-^;W -7x^;H -7^ F 
[0 6 2 2] 



[ft 1 9 4] 
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[0 6 2 3] 

E SMS CMH^ ) : 5 8 0. 

Anal.Calcd for C27H25N504 S3:C, 55. 94; 
H, 4. 35;N, 12. 08;S, 16. 5 9. Found:C, 55. 78 
; H, 4. 2 6 ; N, 11. 8 0 ; S, l 6. 5 8. 
[0 6 2 4] 

mmmD (35) 

-2' - (3, 4, 5-hiJ^h^^>-7x-;V7^/) - [2, 5' ] ^^7 

[0 6 2 5] 
[ftl 9 5] 




[0 6 2 6] 

E SMS (MH^ ) : 6 0 0/6 0 2. 

Anal. Calcd for C26 H22 CIN5O4S3 :C, 52. 0 
3 ; H, 3. 69;N, 11. 67;S, 16. 03. Found:C, 51. 
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6 1 ; H, 3. 8 2 ; N, 11. 4 6 ; S, 16. 0 1. 
[0 6 2 7] 

mmmp oe) 

5-^^Dt-^;t:7xy-2-A;Pj}?^^/iJ^y^'r->^y H {3- [4' -7^/ 
-2' - (3, 4, 5-hV:^h^i^-y:^^jl^T^/) - [2. 5' ] ^^7 
yU;y4-^;W -7^ F 

[0 6 2 8] 

[ft 1 9 6] 




[0 6 2 9] 

E SMS (MH^ ) : 6 4 4/6 4 6. 

Anal.Calcd for C26H22 BrN5O4S3*0. 8H2O 
:C, 47. 39;H, 3. 61 ;N, 10. 63;S, 14. 60. 
Founcl:C, 47. 3i;H, 3. 5i;N, 10. 57;S, 14. 70 

[0 6 3 0] 

mmmp (3 7) 

S-^u^-yyy-z-^jl^t^^-yVy ^7>'^y {3- [4' -7^7-2 

' - (3, 4, 5-hiJ>< h^^>-:7^-;l.7^/) - [2, 5' ] ^^^77') 

[0 6 3 1] 

[ftl 9 7] 
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[0 6 3 2] 

E SMS (MH^ ) : 6 2 8/6 3 0. 

Anal.Calcd for C26H22 BrNsOsSE-O. SH^O 
: C, 4 8. 9 8;H, 3. 64;N, 10. 99;S, 10. 06. 

Found:C, 4 8. 9 8 ; H, 3. 4 3 ; N, 10. 79;S, 9. 8 0. 
[0 6 3 3] 

HMMD (3 8) 

N- {3- [4' -7^/-2' - (3, 4, h + 

/) - [2, 5' ] i^^ryU;^4-^;H -3-^^;P — syX 

7^ K 

[0 6 3 4] 

[ftl 9 8] 




[0 6 3 5] 

E SMS CMH^ ) : 5 7 4. 

Anal.Calcd for C2 9H2 7N5O4S2-0. SH^O-G 
. 5CH2CI2 : C, 5 6. 6 7 ; H, 4. 6 8 ; N, 11. 20;S, 10 
. 26. Found:C, 56. 76;H, 4. 39;N, 11. 04;S, 1 
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0. 12. 
[0 6 3 6] 

mmmp (39) 

N- {3- [4' -T^/-2' - (3, 4, 5-hU>? h^->-7x-;Pr^ 

/) - [2, 5' ] if^7yU;V4-^;H -7x-;W -3-x^;y--^yX 

[0 6 3 7] 

[ft 1 9 9] 




[0 6 3 8] 

E SMS CMH^ ) : 5 8 8. 

Anal.Calcd for C3oH29N504 S2-0. 4H20:C 
, 6 0. 5 6 ; H, 5. 0 5 ; N, 11. 77;S, 10. 7 8. Found: 
C, 6 0 63;H, 4. 8 7 ; N, 11. 57;S, 10. 65. 
[0 6 3 9] 

mmmp (4 0) 

N- {3- [4' -T^/-2' - (3, 4, h+->-:7x-;Pr^ 
/) - [2, 5' ] i^^7yU;^4-^;H — syX 

[0 6 4 0] 

litz 0 0] 
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[0 6 4 1] 

E SMS (MH^ ) : 5 9 4/5 9 6. 

Anal.Calcd for C23H24 C1N5O4S2-0. SH^O 
•0. 3CH2CI2 :C, 54. 07; H, 4. 11; N, 11. 14;S, 
10. 20. Found:C, 54. 16;H, 3. 88;N, 10. 95;S 
, 10. 10. 
[0 6 4 2] 

mmmp (41) 

N- {3- [4' -T^/-2' - (3, 4, 5-hiJ^ 

/) - [2, 5' ] l^^7yU;V4-^;H -3-;^h4^^> — ^> 

[0 6 4 3] 
lit2 0 1] 




[0 6 4 4] 

E SMS (MH^ ) : 5 9 0. 

Anal.Calcd for CsgHsTNsOsSs-O. SSH^O: 
C, 5 7. 5 7 ; H, 4. 7 8 ; N, 11. 58;S, 10. 60. Found 
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: C, 5 7. 6 2:H, 4. 5 8 ; N, 11. 40;S, 10. 53. 
[0 6 4 5] 

mmmp (42) 

5->?^;P-^rV-;P-2-A;Pj}?^^/iJ^y^'r->^y H {3- [4' -7^/ 
-2' - (3, 4, 5-hV:^h^i^-y:^^jl^T^/) - [2, 5' ] ^^7 
yU;y4-^;W -7^ F 

[0 6 4 6] 

Ut2 0 2] 




[0 6 4 7] 

E SMS CMH^ ) : 5 8 1. 

Anal. Calcd for C26 H24 N6O4S3 :C, 53. 78; 
H, 4. 1 7 ; N, 14. 47;S, 16. 57. Found:C, 5 3. 57 
;H, 4. 24; N, 14. 23;S, 16. 47. 
[0 6 4 8] 

mmmp (43) 

{3- [4' -7^/-2' - (3, 4, 5-hiJ^h + ^>-7x-;Pr^/) 
- [2, 5' ] i^^7yu;^4 — y K t 

e r t -7=f']i'J^7.'r;V 
[0 6 4 9] 

[ft:2 0 3] 
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[0 6 5 0] 

E SMS (MH^ ) : 5 5 6. 

Anal.Calcd for CEsHaaNsOsSa-O. 4H20:C 
, 55. 48;H, 35. 34; N, 12. 44;S, 11. 39. 
Found:C, 55. 33;H, 5. 28; N, 12. 55;S, 11. 12 

[0 6 5 1] 

mmmp (44) 

3- [3 — ^y>>>:t^->A;P#^+->-r^/7x-;W -5- [2- [ (3, 
4, 5- M) ;^ 7^/] - 4 -r^/-5 -^/yU/H - 

1, 2, 4-:t^^^>>TV-;P 
[0 6 5 2] 
lit2 0 4] 




[0 6 5 3] 

HNMR (de -acetone) :<53. 7 (s, 3H), 3. 85 (s, 
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6H) , 5. 2 Cs, 2H) , 6. 95 (s br, 2H) , 7. 05 (s, 2 
H) , 7. 4 Cm, 6H) , 7. 8 (d, 2H) , 8. 35 (s, 1 H) , 8. 
95 (s br, IH), 9. 7 (s br, 1 H) . ESIMS (MH^ ) : 
5 7 5; (M-H-) : 5 7 3. 
[0 6 5 4] 
HMD (4 5) 

3- [3-r-trhr^ -5- [2- [ (3, 4, 5-hiJ^h^-> 

7^ A -4-r^/-5-^7"yiJ;W -1, 2, A-t^'d^-J 

[0 6 5 5] 
[ftZ 0 5] 




[0 6 5 6] 

HNMR Cd6 -DMSO) : <5 2 . 0 (s, 3 H) , 3. 6 (s, 3H) , 
3. 75 Cs, 6H) , 6. 95 Cs, 2 H) , 7. 25 Cs br, 2H), 
7. 4 Ct, 1 H) , 7. 7 5 Cm, 2H) , 8. 2 Cs, 1 H) , 10. 1 C 
s br, IH), 10. 7 Cs br, IH). ESIMS CM + Na^) : 
5 0 5; CM-H ) : 4 8 1 . 
[0 6 5 7] 
HMD C4 6) 

3- [a—^yXr^ -5- [2- [ C3, 4, 5-hiJ;^h^>' 

7^/] -4-7^/-5-^7yU;W -1, 2, 4-:^^^t>>T 
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[0 6 5 8] 
litZ 0 6] 




[0 6 5 9] 

HNMR (ds -acetone) :<53. 7 (s, 3H), 3. 85 (s, 
6H) , 7. 0 Cs br, 2H) , 7. 05 (s, 2H) , 7. 6 Cm, 4H 
) , 7. 9 (m, IH) , 8. 0 5 Cm, 2H) , 8. 1 Cm, 1 H) , 8. 6 

Cm br, IH), 9. 75 (s br, 1H).ESIMS CMH^ ) : 5 
45; CM+Na^) :5 6 7; CM-H ) :5 4 3. 

[0 6 6 0] 

mmmp (47) 

3- [3- Ca-;^ h^i^-^yXr^ F) -5- [2- [ C3, 4, 

5-hU^ r^/] -4-7^/-5-^ryU;W -1,2 

, 4-:t^^t>>TV-;P 

[0 6 6 1] 

Ut2 0 7] 
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[0 6 6 2] 

'HNMRCde -acetone) :52. 2 Cs, 3H), 3. 5 (s, 3 
H) , 3. 65 Cs, 6H) , 6. 75 (s br, 2H) , 6. 85 (s, 2 
H) , 7. 2 (d, 2H) , 7. 3 (t, 1 H) , 7. 65 (m, 3H) , 7. 
95 (d, IH), 8. 35 (s br, IH), 9. 5 (s br, 2H). 
E S I M S CMH+) : 5 5 9 ; (M + N ) : 5 8 1 ; (M-H ) : 5 5 
7. 

[0 6 6 3] 

Anal.Calcd for CsBHaeNeOsSlC, 60. 20;H 
, 4. 6 9 ; N, 15. 04;S, 5. 74. Found:C, 6 0. 3 4;H 
, 4. 82; N, 14. 39;S, 5. 50 
[0 6 6 4] 

mmmv> u 8) 

3- [3- C3-^^;P-^yXr^ K) -5 - [2 - [ (3, 4 , 5 

h^->:7x-;W 7^/] -4-7^/-5-^ryU;W -i, 2, 

[0 6 6 5] 
Ut2 0 8] 
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[0 6 6 6] 

HNMR (de -acetone) :53. 7 Cs, 3H), 3. 85 (s, 
6H) , 3. 9 Cs, 3H) , 7. 0 Cs br, 2 H) , 7. 1 Cs, 2 H) 
, 7. 1 5 Cm, 1 H) , 7. 4 5 Ct, 1 H) , 7. 5 5 Ct, 1 H) , 7. 
6 5 Cm, 2 H) , 7 . 9 Cm, 1 H) , 8. 1 5 Cm, 1 H) , 8. 6 Cm, 
1H),9. 7Cd br, 2H).ESIMS CMH^ ) : 5 7 5 ; CM + N 

) : 5 9 7 ; CM-H-) : 5 7 3. 
[0 6 6 7] 

Anal.Calcd for CsBHaeNeOeSlC, 58. 53;H 
, 4. 5 6 ; N, 14. 63;S, 5. 5 8. Found:C, 5 8. 8 9;H 
, 4. 7 8 ; N, 13. 8 8 ; S, 5. 3 5 
[0 6 6 8] 

mmmv> C4 9) 

3- [3- i^-V')y]Vtu^i-]V^yX7^Y) -5- [2- [ 

C3, 4, 5-hiJ>? 7^/] -4-7^/-5-^7yiJ 

;H - 1 , 2 , 4 -:t^^t>>TV-;P 

[0 6 6 9] 
Ut2 0 9] 
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[0 6 7 0] 

HNMR (de -DMSO) : 53. 65 Cs, 3H) , 3. 85 Cs, 6H 
), 7. 0 Cs, 2H), 7. 25 (s br, 2H), 7. 55 (t, IH) 

, 7. 8 Cm, 2H) , 8. 0 (d, 1 H) , 8. 1 (d, 1 H) , 8. 32 C 

d, IH), 8. 35 (d, IH), 8. 45 (s br, IH), 10. 7 ( 

s, IH), 10. 8 Cs, IH). ESIMS (MH^ ) : 6 1 3 ; (M + N 
) : ; 6 3 5 ; CM-H ) : ; 6 1 1 . 

[0 6 7 1 ] 

Anal.Calcd for C28H23 FsNeOsSiC, 54. 90 
;H, 3. 78;F9. 30;N, 13. 72;S, 5. 23. Found:C 
, 5 3. 5 5 ; H, 3. 9 5 ; N, 12. 24;S, 4. 67. 
[0 6 7 2] 

mmmvi (5 0) 

3- [3- i^-i^uu^yX7^Y) -5- [2- [ (3, 4, 5 

-V'):^V^iy-y3L^)V) 7^/] -4-7^/-5-^7yU;W -1,2 

[0 6 7 3] 
Ut2 1 0] 
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[0 6 7 4] 

HNMR (de -acetone) :53. 6 Cs, 3H), 3. 75 (s, 
6H), 6. 85 Cs br, 2H), 6. 95 (s, 2H), 7. 45 (m, 
3H) , 7. 75 (d, 1 H) . 7. 9 (d, 1 H) , 8. 0 (m, 2 H) , 8 
. 45(s, 1H),9. 6(s br, 1H),9. 7(s br, IH). 
E S I M S CMH^ ) 5 7 9/5 8 1 ; (M-H ) : 5 7 7/5 7 9. 
[0 6 7 5] 

Anal.Calcd for C27H23C1N605 S:C, 56. 01 
; H, 4. oo;ci, 6. 1 2 ; N, l 4. 5 1 ; S, 5. 54. 
Found:C, 5 5. 5 3 ; H, 4. 23;C1, 6. 3 1 ; N, 14. 00 
; S, 5. 33. 
[0 6 7 6] 

mmmvi (5 d 

3- [3- C2-A;P.1?+->-5-^^;P^ryU;W -7^/y:L^]V] -5 
- [2- [ (3, 4, 5-hU>? 7^7] -A-7Z./-S 

-^7V')M - \, 2, A-t^'^iyyV-iV 

[0 6 7 7] 
Ut2 1 1] 
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[0 6 7 8] 

HNMR (de -DMSO) : 52. 6 Cs, 3 H) , 3. 65 Cs, 3 H) 
, 3. 85 Cs, 6H) , 7. 0 (s, 2 H) , 7. 38 (s br, 2H) , 
7. 5 5 (t, 1 H) , 7. 8 5 (m, 2 H) , 8. 0 5 (m, 1 H) , 8. 6 
5 (m, 1 H) , 10. 7 5 (s, 1 H) , 10. 9 5 (s, 1 H) . E S I M 
S CM+Na^) :5 8 8; (M-H ) :5 6 4. 
[0 6 7 9] 

Anal. Calcd for C25 H23 N7O5S2 :C, 53. 09; 
H, 4. 1 0 ; N, 17. 33;S, 11. 34. Found:C, 5 0. 46 

; H, 4. 3 9 ; N, 16. 1 0 ; s, 10. 47. 

[0 6 8 0] 

mmmp (52) 

3- [3- (3-C7uu^yXT^}^) -5- [2- C3-7^/H 

ij>>» -4-T^/-5-f-TVVM - I, 2, 4-:t+^t>>Ty-;P 
[0 6 8 1 ] 
litZ 1 2] 
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[0 6 8 2] 

HNMR (de -DMSO) : 61. 42 Cm, 3H) , 7. 57 (m, 2H 
) , 7. 7 (m, IH) , 7. 8 5 Cm, 1 H) , 7. 9 8 (m, 1 H) , 8. 

0 7 (m, 2H) , 8. 2 Cm, 1 H) , 8. 3 Cm, 1 H) , 8. 4 8 Cm, 

1 H) , 8. 8 8 Cd b r , 1 H) , 10. 6 (s b r , 1 H) , 11. 1 
Cs br, IH). ESIMS CMH^ ) : 4 9 0/4 9 2 ; CM-H ) : 

5 7 7/5 7 9. 
[0 6 8 3] 

Anal.Calcd for C23H16 ClNrOaSiC, 56. 38 
:H, 3. 29; N, 20. 01 ;S, 6. 54. Found:C, 53. 07 

; H, 3. 4 1 ; N, 18. 0 1 ; s, 5. 90. 

[0 6 8 4] 

HMMD C5 3) 

2-^^;P-^rV-;P-5-A;P.1?+->iJ^y^'r->^y K {3- [4' -7^/ 
-2' - C3, 4, 5-hiJ^h + ^>-7x-;Pr^/) - [2, 5' ] li'^r 
/ij7P4-/;W -r^F 

[0 6 8 5] 

[ft2 1 3] 




[0 6 8 6] 

E SMS CMH^ ) : 5 8 1 . 

Anal.Calcd for C26 H24 N6O4S3-0. 5H20:C 
, 52. 95;H, 4. 27;N, 14. 25;S, 16. 31. Found: 
C, 5 2. 9 9 ; H, 4. 2 7 ; N, 14. 2i;S, 16. 39. 



(177) #S 2003-501420 

[0 6 8 7] 

Q-^uu-}£V>>^y-2-^/]yt^^iyVy^Tiyy}^ {3- [4' -T^/- 

2' - (3, 4, 5-hij>? - [2, 5' ] li^^ry 

[0 6 8 8] 
[ft:2 1 4] 




[0 6 8 9] 

E SMS (MH^ ) : 5 9 5/5 9 7. 

Anal.Calcd for C27H23 C1N604 S2-(0. SHs 

0, 0. 5CH2CI2) :c, 51. 08; H, 3. 90; N, 13. oo; 

S, 9. 92. Found:C, 51. 0 4 ; H, 3. 6 5 ; N, 12. 54; 
S, 9. 63. 
[0 6 9 0] 

m m m (55) 

N- {3- [4' -T^/-2' - (3, 4, 5-hiJ^ h + 

/) - [2, 5' ] i^^ryU;^4^;H -2-^uu-^y^u 

[0 6 9 1] 
Ut2 1 5] 
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[0 6 9 2] 

HRFABMS:Calcd. for C27 H23 CIN6O4S2 (MNa 
^) :617. 0808. Found:617. 0832. 
Anal.Calcd for C27H23 C1N6O4S2-0. 6H2O 

: C, 5 3. 5 2 ; H, 4. 03;N, 13. 87;S, 10. 5 8. Foun 
d:C, 5 3. 53; H, 3. 85; N, 13. 39;S, 10. 42. 

[0 6 9 3] 

mmmD (5 6) 

N- (3- {5- [4-T^/-2- (3, 4, 5-hiJ^ 
^/) -^7V-;^-5-^;W - [i, 2, 4] ;t^^t>?Ty-;V- 3 — ^/^ 
} -3, 5-P'^=^;]y — VyXT^}^ hVyjl^tuy^T-hU 

[0 6 9 4] 

[ft:2 1 6] 




[0 6 9 5] 

'hNMRCCDsCOCDs) -.5 9. 65 (s, IH), 8. 56 (s, 1 

H), 8. 13 Cd, IH), 7. 88 Cd, IH), 7. 67 (s, 2H), 
7. 53 (m, 1 H) , 7. 24 (s, 1 H) , 7. 07 (s, 3 H) , 3. 8 
6 Cs, 6H) , 3. 75 Cs, 3H), 2. 39 (s, 6H). ESIMS: 
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CMH^ ) :5 7 3; (MNa^) :5 9 5; (MH ) ;571. 
[0 6 9 6] 

N- (3- {5- [4-r^/-2- (3, 4, 5 - h U h^->-:7x-;Pr 

-^7V-;^-5— f;H - [l, 2, 4] :t^^t>>TV-;^- 3 —f/V 

[0 6 9 7] 

lit2 1 7] 




[0 6 9 8] 

'hNMRCCDsCOCDs) :59. 58 Cs, IH), 8. 60 (s, 1 
H), 8. 08 (d, IH), 7. 89 (d, IH), 7. 67 (s, 2H), 
7. 56 (m, 2H) , 7. 36 (m, 3 H) , 7. 07 (s, 3 H) , 3. 8 
6 Cs, 6H) , 3. 73 Cs, 3H) , 2. 49 Cs, 3H) . ES IMS : 

CMH^ ) :5 5 9; CMNa^) :58i; CMH ) :5 5 7. 

[0 6 9 9] 

mmmD C58) :n- {3- [4' -r^/-2- C3, 4, 5-hij^h4^ 

- [2, 5' ] i^^ryU;^4-^;H -:7x-;H -4 
-tKn^->-3, 5->>^^^;P — syXT^}^ 

[0 7 0 0] 

[ft:2 1 8] 
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.OH 



[0 7 0 1] 



MMmc CD :6^&c0 4- (3-r^y:?x-;W -N - (3, 4, 5-h 
iJ^h^^>7x-;V) - [2, 5' ] tr^7V^U;P2' , 4' ->>T^y (10 
Omg, 0. 2195 mm ol). 4-tKn^->-3, 5->>^^^;^^yW 
^?7^>^y K (3 8. 3mg, 0. 2305 mm ol). hUX^/^r^VCe 
4/i. L, 0. 4 6 0 9mmo 1) R(^DMF Cl. 0 m L ) H A T U 

(0- (T-r^^-^yyhury-;^- 1 -n, n, n' , n' -rh 

^^^;^^^^^A^^^t7;^^^.t^X7x-^) (8 7. 6mg, 0. 230 
5mmo 1) T^mSML. ^raT^3 057^WJt#Lfto |i^JgSc«s ^,^fcfflV^§C 
-ISi^tiHPLC (ittH^5ia: 9 5%H2 O/Q. 1%TFA/CH3 CN- 
5%H2 0/0. 1%TFA/CH3 CN) ^^ftSU 3 3mg (i(X^2 5%) 

[0 7 0 2] 

Anal. Calcd. for Cso H29 N5O5S2 - 0. 5H20:C 

, 58. 81 :H, 4. 94;N, 11. 43;S, 14. 36. 

Found:C, 58. 8 1 ; H, 4. 8 7 ; N, 11. 50;S, 10. 50 



. ESIMS (MNa ) :626 
[0 7 0 3] 

OT^O^ffiMD (5 9) t-^^D (6 1) D (5 8) ^^«c^^?*^^||SL/c 



[0 7 0 4] 

^5SMD (5 9) : N- {3- [4' -7^/-2- (3, 4, 5-hiJ^h^ 

^/-7x-;Pr^/) - [2, 5' ] i^^7yU;P4— f;W -2 



+ 
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l^i/^^n [2. 2. 1] 'xy-2-^;P-7^?h7^ F 



[0 7 0 5] 



litZ 1 9] 




[0 7 0 6] 

Anal. Calcd. for Cso H33 N5O4S2-0. SHaOlC 
, 5 9. 4 4 ; H, 5. 7 5 ; N, 11. 55;S, 10. 5 8. 
Found:C, 5 9. 4 3 ; H, 5. 5 5 ; N, 11. 40;S, 10. 54 
. E S I MS (MH+) : 5 9 2 
[0 7 0 7] 

mnmi) ceo) :^/Vy-3-^;l't^^-^V-/^7'yy}^ {3- [4' -7 
^/-Z- (3, 4, 5-hiJ^ - [2, 5' ] 

[0 7 0 8] 

[ft:2 2 0] 



[0 7 0 9] 

Anal. Calcd. for C31 H26 N6 04 S2-0. SH^OlC 
, 60. 43;H, 4. 35;N, 13. 64;S, 10. 41. Found: 
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C, 6 0. 4 9 ; H, 4. 36;N, 13. 77;S, 10. 40. ESIMS 



(MH ) : 6 1 1 . 
[0 7 10] 

mMM D (61) : 5 - :7 X V-;^- 4 - A Vy^T y 

K {3- [4' -7^/-2- (3, 4, h^iz-yji^/y;^^/) 
- [2, 5' ] l£^7yU;V4-^';H -7^F 
[0 7 1 1] 

[ft:2 2 1] 



ESIMS CMH ) : 6 2 7. ^»JD (1) fcfHftLftcD t ^ScD^i4T\ 
OTcD^WJD (6 2) t^^X) (7 7) :&mSt-fto 
[0 7 13] 

^ffi^JD (6 2) :^^iy-S-/^y^7i^y^ (3- {5- [4-/^/- 
2- (3, 4, h+->-7x-;Pr^/) -^rVWP-S-^';^] 

- [1, 2, 4] :t^+fi>TV-;P-3-^;H -7x-;W -r^K 

[0 7 14] 
Ut2 2 2] 




[0 7 12] 



+ 
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[0 7 15] 



H-NMR Cde-acetone) : S 9 . 72 (s, IH), 9. 35 ( 
s, 1 H) , 8. 3 9 Cm, 1 H) , 7. 9 2 (m, IH) , 7. 8 2 (m, 1 

H) , 7. 46 Cm, 1 H) . 7. 06 (s, 2H) , 6. 98 (s, 2H) , 
3. 85 (s, 6H) , 3. 72 (s, 3 H) , 2. 57 (s, 2 H) , 2. 3 



3 Ct, 2H) , 1. 93 Cm, 3H). ESIMS: (MH) :5 3 5, C 
MH) " : 5 3 3. 
[0 7 16] 

^»JD (63) : N- [3- C5- {4-T^/-2- [3 C2H-rh^y 
-;P-5-^;W -^rV-;P-5 - [1, 2, 4 

[0 7 17] 
[ft2 2 3] 



H-NMR (de-dmso) :511. 04 (s, IH), 10. 59 (s 
, 1 H) , 8 . 4 6 C s , 1 H) , 8 . 1 7 Cm, 1 H) , 8 . 11 Cm, 2 H 
) , 7. 9 8 Cm, 1 H) , 7. 8 3 Cm, 2 H) , 7. 6 9 Cm, 2 H) , 7 



5 6 Cm, 3 H) , 7. 4 2 (m, 3 H) . ESIMS: CMH) : 5 5 7 
C 1 0 0 %) , 5 5 9 C3 0%) . 
[0 7 19] 



+ 




[0 7 18] 



+ 
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HffiMD (64) : N- (3- {5- [4-7^/-2- (3, 4, 
h^->-7x-;V7^/) -^rVWV-S-^/H - [1, 2, 4] t^'^i^^ 
7V-;V-3-^;W -4 -^^nn-^x-;!^) -s-^^nn-^^yXr^ K 

[0 7 2 0] 

UtZ 2 4] 




[0 7 2 1] 

H-NMR (d 6 -DM SO) :(510. 79Cs, IH), 10. 66 (s 
, IH) , 8. 3 9 (m, IH) , 8. 0 6 (m, 3H) , 7. 6 8 (m, IH 
) , 7. 65 Cm, 2H) , 7. 33 Cs, 2 H) , 7. 02 (s, 2 H) , 3 
. 81 (s, 6H) , 3. 65 Cs, 3H). ESIMS: (MH) ^ :613 

(10 0%), 615 (6 0%) . 

[0 7 2 2] 

mnmi) C65) :n- C3- {5- [4-r^/-2- C3, 4, s-hv^ 

h^Sy-y:L^;]yT^/) -^rV-;P-5-^;H - [1, 2, 4] t^'^i^ 
7i>>} -4 -^'PP-^x-;^) 

[0 7 2 3] 

litz 2 5] 




[0 7 2 4] 

H-NMR (d 6- DM SO) :<510. 79 (s, IH), 10. 53 (s 
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, IH) , 8. 4 0 Cm, IH) , 8. 0 7 Cm, 1 H) , 7 . 6 6 Cm, IH 
) , 7. 55 Cm, 3H) , 7. 33 Cs, 2 H) , 7. 19 Cm, 1 H) , 6 
. 96 Cs, 2H) , 3. 85 Cs, 3H) , 3. 8 1 Cs, 6H) , 3. 65 

C s , 3 H) . E S I M S : CMH) ^ : 6 0 9 C 1 0 0 %) , 6 11 C3 0 % 
) . 

[0 7 2 5] 

HWJD C66) : N- C5- {5- [4-T^/-2- C3, 4, 

h^->-7x-;P7^7) -^7y-;P-5-^;W - [l, 2, 4] t^'^i^ 
7V-;P-3-^;W -2, 4 ->?7;y^n-7x-;W -3-^?nn-'^yX 

[0 7 2 6] 

[ft2 2 6] 




[0 7 2 7] 

H-NMR Cds acetone) 59. 73 Cs, IH), 9. 58 Cs, 
1 H) , 8. 7 3 Cm, 1 H) , 8. 0 7 Cm, 1 H) , 8. 0 2 Cm, 1 H) 
, 7. 65 Cm, 2H) , 7. 42 Cm, 1 H) , 7. 06 Cs, 2H) , 6. 
98 Cs, 2H) , 3. 85 Cs, 6 H) , 3. 72 Cs, 3 H) . 
E S I M S : CMH) ^ : 6 1 5 C 1 0 0 %) , 6 17 C3 0 %) . 
[0 7 2 8] 

mUmii C67) : N- C5- {5- [4-r^/-2- C3, 4, 

F^v'-^x^/P- 1 -7^/) -^7V-;V-5 —T/H - [1, 2, 4] :t 
^+fv'7V-;F-3 — fM -2, 4-zyy;l'tu-y:L^;l') -3-)^h^iy 
--<yXT^ F 



[0 7 2 9] 
Ut2 2 7] 
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[0 7 3 0] 

'n-NMRCde acetone) :59. 71 Cs, IH), 9. 41 (s 
, 1 H) , 8 . 7 3 Cm, 1 H) , 7 . 6 1 Cm, 2 H) , 7 . 4 7 Cm, 1 H 
) , 7. 3 7 Cm, 1 H) , 7. 2 1 Cm, 1 H) , 7. 0 6 Cs , 2 H) , 6 
. 98 {s, 2H} , 3. 90 Cs, 3H) , 3. 85 Cs, 6H) , 3. 72 

Cs, 3H). ESIMS: CMH) ^ : 6 1 1 . 

[0 7 3 1] 

HJSMD C68) : N- C3- {5- [4-7^/-2- (3, 4, 

-f-TV~J]y-5-^M - [1, 2, 4] 

[0 7 3 2] 
lit2 2 8] 




[0 7 3 3] 

H-NMR Cds-acetone) :59. 91 Cs, IH), 9. 73 C 
s , 1 H) , 8. 5 5 Cm, 1 H) , 8. 4 5 Cm, IH) , 8. 3 8 Cm, 1 
H) , 8. 1 3 Cm, 1 H) , 8. 0 3 Cm, 1 H) , 7. 9 2 Cm, 1 H) , 
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7. 8 0 Cm, 1 H) , 7. 5 6 (m, 1 H) , 7. 0 7 (s, 2 H) , 7. 0 
0 (s, 2H) , 3. 86 (s, 6H) , 3. 73 (s, 3H) . ES IMS : 

(MH) ^ : 5 7 0. 

[0 7 3 4] 

HffiMD (69) : N- (5- {5- [4-7^/-2- (3, 4, 

K+^>-7x-;V7^/) -^7V-;V-5-^;H - [l, 2, 4] 

7V— ;V-3 — r;H -4 -^'nn- 2 -7;P:tn-7x-;P) -3-^'nn- 

-^yX7^ K 

[0 7 3 5] 
Ut2 2 9] 




[0 7 3 6] 

H-NMR (d6-acetone} : S 9 . 73 (s, IH). 9. 63 C 
s, IH) , 8. 7 4 Cm, 1 H) , 8. 0 7 Cm, 1 H) , 8. 03 Cm, 1 
H) , 7. 68 Cm, 2H) , 7. 63 Cm, 1 H) , 7. 07 Cs, 2H) , 

6. 98 Cs, 2H) , 3. 86 (s, 6 H) , 3. 73 (s, 3 H) . 
E S I M S : CMH) ^ : 6 3 1 C 1 0 0 %) , 6 3 3 C 6 0 %) , 6 3 5 (1 
0%) . 
[0 7 3 7] 

HffiMD (7 0) : N- (5- {5- [4-7^/-2- (3, 4, 
h^->-7x-;^7^/) -^7V-;P-5-^;P] - [l, 2, 4] t^V'-y' 

-^yXT^ KT F Aig 
[0 7 3 8] 
lit2 3 0] 
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D 




[0 7 3 9] 

H-NMR Cds-acetone) : S 9 . 74 (s, IH), 9. 45 ( 
s, 1 H) , 8. 7 4 (m, 1 H) , 7. 6 1 (m, 2H) , 1 . 4 6 (m, 1 
H) , 7. 19 Cm, IH) , 7. 06 (s, 3H) , 6. 97 (s, 2H) , 
3. 89 Cs, 3H) , 3. 85 (s, 6 H) , 3. 72 (s. 3 H) . 
E S I M S : (MH) ^ : 6 2 7 (1 0 0%), 6 2 9 (3 0%). 
[0 7 4 0] 

mnmi) o d : n- (3- {5- [4-r^/-2- (3, 4, 5-hij^ 

h^->-:7x-;Pr^/) -^rV-;P-5-^;H - [1, 2, 4] t^^'f-J 
7V-7P-3-^;P-7x-;H -3-:^j;^#^W^ H--^yXr^ K 
[0 7 4 1] 
[ft2 3 1] 




[0 7 4 2] 

H-NMR (d6-acetone) -.69. 91 (s, IH), 9. 73 ( 
s, 1 H) , 8. 5 8 (m, 2H) , 8. 2 1 (m, 1 H) , 8. 15 (m, 2 
H) , 7. 8 5 (m, IH) , 7. 6 6 (m, 2H) , 7. 5 7 (m, 1 H) , 

7. 06 (s, 2H) , 7. 00 (s, 2 H) , 3. 85 (s, 6 H) , 3. 7 
2 (s, 3H) . ESIMS: (MH) ^ :5 8 8. 
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[0 7 4 3] 

mMMD (7 2) : 3- [Z-yMu-S- [ T 

-5- [2- [ (3, 4, 
7] -4-y^/-5-f-TVVM -1, 2, 4:t^^t>>Ty-;P 

[0 7 4 4] 

Ut2 3 2] 




[0 7 4 5] 

HNMR Cde -DMSO) : 53. 7 Cs, 3 H) , 3. 85 Cs, 6 H) 
, 3. 9 (s, 3H) , 7. 05 (s, 2 H) , 7. 25 Cm, 1 H) , 7. 6 

Cm, 6H) , 8. 1 5 Cm, 1 H) , 8. 5 5 Cm, 1 H) , 10. 5 Cs, 
IH), 10. 85 Cs, IH). ESIMS [MH]^ :593. 

[0 7 4 6] 

Anal. Calcd:C, 56. 75; H, 4. 25;F, 3. 21, N, 1 
4. 18:S, 5. 41. FoundiC, 56. 55; H, 4. 48, N, 1 
3. 2 0 ; S, 5. 3 9. 

^ffiMD C7 3) : 3- [ C3-^'nn-^yW;P) T^/- Q-yj]ytu-y 

-5- [2- [ C3, 4, 5-hiJ>? h + 7^/] -4- 

7^/-5-^7yu^;l'- 1, 2, 4-t^^iy79-;]y 

[0 7 4 7] 
[ft:2 3 3] 
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[0 7 4 8] 

HNMR Cde -DMSO) : 53. 7 Cs, 3 H) , 3. 85 Cs, 6 H) 
, 6. 95 (s, 2H) , 7. 05 (s, 2H) , 7. 35 (t, 1 H) , 7. 
6 Cm, 2 H) , 8. 0 Cm, 2 H) , 8. 1 5 Cm, 1 H) , 8. 5 5 Cm, 
1 H) , 9. 7 (s br, 1 H) , 9. 85 (s br, 1 H) . ESIMS 
[MH] ^ : 5 9 7, 5 9 9. 

mmmT) (74) :3- [3- [ C3-^h^^>-^yvv;w 75/] -6->? 

-5- [2- [ (3, 4, 5 - h U ;^ h^^>7i -7^) T^/ 

] -4-r^/-5-^ryu^;p- 1, 2, 4-:t+^f>>Ty-;P 

[0 7 4 9] 

Ut2 3 4] 




[0 7 5 0] 

HNMR (MeOD) : 52. 6 (s, 3H) , 3. 75 (s, 3H) , 3. 

85 Cs, 6H) , 3. 9 Cs, 3H) , 7. 0 Cs, 2 H) ,7.15 Cm, 

1 H) , 7. 35 (d, 1 H) , 7. 45 (t, 1 H) , 7. 55 Cm, 2 H) 

, 7. 8 (m, 1 H) , 8. 3 5 Cd, 1 H) . 

ESIMS [MH] ^ : 5 8 9. 

Anal. Calcd. for C29H28N606S:C, 59. 17;H 

, 4. 7 9, N, 14. 28;S, 5. 45. Found:C, 6 0. 0 7:H 



(191) 



#S 2003-501420 



, 5. 3 0, N, 13. 6 9 ; S, 5. 0 7. 

mMMD (7 5) : 3- [3- [ (3-^uu^yV^;]y) T^/l -Q-^'f 
-5- [2- [ (3, 4, T^/] 

[0 7 5 1] 
Ut2 3 5] 



HNMR (MeOD) : 62. 6 (s, 3H) , 3. 75 (s, 3H) , 3. 
85 (s, 6H) , 7. 0 Cs, 2H) , 7. 35 Cm, 1 H) , 7. 57 (m 
, 2H) , 7. 8 Cm, 1 H) , 7. 9 Cm, 1 H) , 8. 0 Cm, 1 H) , 8 



. 3 5 ( d , 1 H) . E S I M S [MH] : 5 9 3 , 5 9 5. 
Anal. Calcd. for C28H25C1N605S;C, 56. 71 
; H, 4. 25, N, 14. 17;S, 5. 41. Found:C, 5 6. 66 
; H, 4. 3 8, N, 13. 5 4 ; S, 4. 8 9. 

HffiMD (7 6) : 3- [3- [ (A-=ejvytV^j]y^yV^jV) -^yW;P 

] r^/] -5- [2- [ C3, 4, 5-hU>< h^:^yx-;^) 7 

-4-r^/-5-^ryu^;W -1,2, 4-;t+^f>>Ty-;P 
[0 7 5 3] 
[ft:2 3 6] 




[0 7 5 2] 



+ 
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[0 7 5 4] 

'hNMR (de-acetone) -.82. 6(m, 4H), 3. 7 (s, 2 
H) , 3. 8 (m, 4H) , 3. 9 (s, 3H) , 4. 0 (s, 6 H) , 7. 1 
Cs, 2H) , 7. 2 Cs, 2H) , 7. 65 Cm, 3H) , 8. 0 (d br 
, IH), 8. 15 Cd, 2H), 8. 3 Cd br, IH), 9. 8 (s b 
r, IH) , 10. 0 5 (s b r, 1 H) . E S IMS [MH] : 6 4 4. 
%mm^ (77) : 3- [3- [ (4-^^;P-l-lf-^^i>^-;P) - 
T^/] 7x-;P-5- [2- [ (3, 4, 5-hiJ^h^->7x 
7^/] -4-r^/-5-^ryu^;W -1, 2, A-t^'^i^TV^ 

[0 7 5 5] 
Ut2 3 7] 
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[0 7 5 6] 

'HNMRCde-acetone) :52. 6 Cm br, 8H), 3. 5C 
s br, 2H) , 3. 6 (s, 3H) , 3. 7 (s, 6 H) , 6. 8 (s, 2 
H) , 6. 9 (s, 2H) , 7. 4 (m, 3H) , 7. 75 (m, 1 H) , 7. 
9 (d, 2H) , 8. 0 Cm, 1 H) , 8. 4 Cm, 1 H) , 9. 5 5 Cs b 
r, IH), 9. 65 Cs br, 1 H) . ESIMS [MH] ^ :6 5 7. 

mmmi) (7 8) 

[0 7 5 7] 
[ft2 3 8] 




[0 7 5 8] 

mmME (1) 

{3- [5- C2, 4->^T^/^rV-;P-5-^;W - [l, 2, 4] 
^^i>TV-;V-3-^;W t e r t-^^^;V«r 

[0 7 5 9] 



UtZ 3 9] 
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[0 7 6 0] 

miMMB CD -^'mmLfcX^l^^Lfc. l. SmmolcD (3- {5- [4 
-7^/ -2- (hiJ^;P-7^/) -^rV-zP-S—r/P] - [1, 2, 4 

] :t^^f>>TV-;P-3-^;H te r t-'ff-;]/ 

mmm^ mm 53%) ^m.'^n^m^tLxmrco 

'HNMRCDMSO-ds) : S 9. 54 (s, IH), 8. 177 (s, 1 
H) , 8. 07 (s, 2H) , 7. 6 5-7. 5 9 (m, 3H) , 7. 39 (t 
, IH), 7. 12 Cbs, 2H), 1. 49 (s, 9H). ESMS (MH^ 
) : 3 7 5. 

Anal. Calcd for Ci9 His ClNsOsSs :C, 46. 4 
8 ; H, 3. 08;N, 17. 1 2 ; S, 19. 5 9. Found:C, 4 6. 
4 7 ; H, 3. 2 1 ; N, 17. 1 0 ; S, 19. 4 3. 
EXAMPLE E (2) 

N- [3- (2' , 4' ->>T^/- [2, 4' ] }£=^79V^jV-4-^;W 
— <yXT^ H 

[0 7 6 1] 

litZ 4 0] 
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[0 7 6 2] 

C3 0 4mg. 0. 7 3mmo 1 ) ;atfN- C3-^^n^r-tr^;^-:7x-;W 

-^yXT^ K (3 0 Om g. 0. 9 4mmo 1) CO;^:^/— /P^Sm (3 Om 1 

) ^mw^'imnLfco mm^M^m^i^r. mm^mm:^^/~ji^ ci oo 
ml) mcmmLTco mm:^^/~jmm^mm7mi'hv^i.<Dfm7mm c 

3 X 2 5 m 1 ) m^Lfco ^Mti^^j^iibT^ Wv^^>^^>^?Z:.^^faibTs 

rlSILfto Ay;P^nvh^^^7^- (7 5 %»x^/-;y/DM 

C) IfSLT. N- [3- C2' , 4' -i^7^/- [2, 5' ] li'^ryU^' 
;l.-4-^;l.) — ^yXr^K Cl 1 Omg. i(X¥3 9%) 

o 

HNMR (CDs OD) : 58. 33 Cs, 1 H) , 8. 0 0-7. 9 7 Cm 
, 2H) , 7. 7 5-7. 7 1 Cm, 2H). 7. 6 4-7. 5 2 Cm, 3 H) 
, 7. 43 Ct, J=7. 74Hz, 1 H) , 7. 33 Cs, 1 H) . 
FABMS Calcd for Ci9 His N5OS2 :3 9 4. 0 7 9 6 
. Found:394. 0802 

N- [3- C2' , 4' ->>T^/- [2, 4' ] l^^ryu^';P-4-Y;W 

[0 7 6 3] 
lit2 4 1] 
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[0 7 6 4] 

Xr^y^ (1) : ^^^f U/P^'n^^ K (4. 9m L. 56. OOmmol):^ 

, 5--i7UU-=^t7.xy-2-:^jl^t^yt^ (4. 78g. 29. 40mmol 
).DMF(0. 25mL);&tfCH2Cl2 (5 0 m I) (Dmm^ ^U'^'^ 

F^^§I^SbT. tefecO?'a^:^1^:S:#fco mm^CHz CI 2 (SOrnl) ^ 
IcmmLX. 3-r^/7^h7x/y (3. 7 8g. 2 8. OOmmol):^ 
(4. 6 8mL. 33. 6 0 mm o 1 ) ^^©JMLfco HfW 
Jt#f^s M^m^ 8 0 0 m L CDM|X^;PT«J^LT. IN H C K IN N 

a H C 0 3 . »7j<^^?fiai LT. M g S 0 4 ^-tm^fco t#b tlfc^^tt^^? Itl 
^LTs f*^|10 0mLtU 5 -^'nn-^;^-7xy-2-A;P4?y|| C3- 

-^^m^LTc (8. 1 2 g. i(Ji¥8 1 %) o 

Xr^y^ Ci i) : 5 -^uu-=fty:Ly-2-±ijVy?^ym (3-T-^tJ]y- 

-r^F (2. Og. 7. 17mmol) C u B r 2 (3. 19 
g. 14. 34mmol)cDEtOAc (lOOml) mm^WMmLfco E 
^ScOiitf^3 057^«fcTLCT«Lfto 2. SHfWf^. l^^a^^M^^S^^S-ofc 

)I;^ncOC u B r 2 Co. 7 5 g ) ^l^j^P Lfco ^ & 1 . 5 Hf ^fg. TL 

rom^p-^^. CH2 CI2 C5 0g) ^«J^LTs 4 0%M|x^;P/CH2 C 
I2 (3 0 0mL) ^-MtHbT. iyVi^^^^mn-^^Tco HM^^§lbTrI 

llib. 4efecOWtl^t#T. CH2 C I2 (2mL) ^fc0i|XL.T. >>^x^;l/X 
-x;^^^!*^^-!^. C^ffiMAS CD toxx^yy Ci i) fcfH«c?:)|l$atlfii: 
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mmimmhrc) 4-7^7-2 - -^rv-zP-s-A 

^M^. HJ5S»>?^y-;P Cl2mL) l:^mmLr. TFA C4mL) ^^^SL 

. im^ni^fco m'^tifcmm^mmmu mm:^^ji^xmRi'X. im n 

aHCOs -ejfitiiU AiS7i<-e?fiaibT. MgS04 X^m^X. MU 7^ 
^y-^a^^A^^nvh^^^^^^- C^^^^>>^xy : 5%CH3 CN~3 0% 
CHs CN/CH2 C 1 2 ) -eSffSLT. 0. 4 7 g (W3 6%) cON- [3 
- (2' , 4' -77^/- [2, 5' ] "t^^77U7;P-4-^;W 7j:-;^ 
] -5-^nn-^;t7xy-2-A;y.^^^->7^ K^&fffco 
' HNMR (DM SO-de) :510. 41 Cs, IH), 8. 23 Cs, 1 
H) , 7. 95 Cd, J=4. IHz, 2H) , 7. 7 3-7. 6 5 Cm, 4H 
), 7. 48 (s, IH), 7. 41 (t, J=8. IHz, IH), 7. 29 
Cd, J=4. IHz, 1 H) , 6. 90 Cs, 2 H) . 

mmm^ w 

(2' , 4' -s>T^7- [2, 5' ] l^^77U^;^-4 -7;W -7^-;^ 
-^^7y 

[0 7 6 5] 

[ft:2 4 2] 




[0 7 6 6] 

g0ft:^«. ^wjE C3) tmm<Di^mxmmLfco 

HNMR CCDs OD) : 5 8. 0 2-7. 9 9 Cm, 2H) , 7. 94 Cs 
, IH), 7. 76 Cs, NH2), 7. 70-7. 64 Cm, IH), 7. 5 
7-7. 52 Cm, 2H), 6. 85 Cbs, NH2). FABMS CMH^ ) 
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:303. FABMS Calcd for C13 Hio N4OS2 (MNa 
^ ) • 3 2 5. 0194. Found:325. 0182. 

mmmv cd 

5_^nD-^;t:7xy-2-A;Pj}?yil {3- [4' -T^/- 2' - (3 

-;^^;P-^WF) - [2, 5' ] If^^y U^/V- 4 -y^-;!.} 

[0 7 6 7] 

Ut2 4 3] 




[0 7 6 8] 

4K7i<THF (5. OmL) W7i<N t°n U >>V > Cl. OmL) ^fc 

-7 8'c^«?L/fc (mmm^ C3) ^^^cr^T^fi^-ms^fc) n- [3- (2 

' , 4' ->>T^y- [2, 5' ] i^^ryu^';P-4-Y;P) :7x-;W -5 
-^?nn-^;t7xy-2 F Co. 2 3 0 7 mm o 1 ) 

7x-;piJ^^A (0. 2 3 0 7mmol) . ^V^T^^;P^ V->r^^- F 
Co. 3 4 6 Immo 1) ^MMLfco 5 ^M^. r0@c737x^;piJ^^A (0 
. 2 3 0 7mmo 1) ^f*o< D t»t-fco 1 Sj^mMm^. mm CO. 
6 9 2 1 mmo 1) . ^LT^^/-;P CO. 5mL) T^g^S^&^T^-l^s » 

Mti4 6mg^^^ofco 

E SMS CMH^ ) : 4 9 1/4 9 3. 

Anal. Calcd for Ci9 His ClNeO^Ss :C, 46. 4 
8 ; H, 3. 08;N, 17. 1 2 ; S, 19. 5 9. Found:C, 4 6. 
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4 7 ; H, 3. 2 1 ; N, 17. 1 0 ; S, 19. 4 3. 

mmmv cd >^mmLfc<Dtmiui^fcijm^\ mmm^ (2) ci 5) 
mmmv (2) 

N- [3- C2' -r^^;l'7^/-4' -r^/- [2, 5' ] ^^7VV-{ 
;y-4 — f;V) -5 -^^nn-^^t^^y- 2 F 

[0 7 6 9] 

[ft:2 4 4] 



E SMS (MH ) : 4 7 6/4 7 8. 

Anal. Calcd for Ci9 Hi4 N5O2S3 : C, 47. 94; 
H, 2. 96;N, 14. 1 7 ; S, 19. 4 6. F o u n d : C , 47. 66 
; F, 3. 3 9 ; N, 13. 8 7 ; S, 19. 2 1. 

mmm¥ (3) 

C4' -7^/-4- {3- [ (5-^uu-=ftyxy-2-^]Vt^^)i^) - 

T^/] -7x-;H - [2, 5' ] l^^rV^U^;^-2' -^71^) -^;W^^ 

[0 7 7 1] 

[ft2 4 5] 




[0 7 7 0] 



+ 
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[0 7 7 2] 

E SMS (MH^ ) : 4 9 2/4 9 4. 
HMMF (4) 

N- {3- [5- (2-r-tr^;Pr5/-4-r^y-^rV-;P-5-Y;W 
- [1, 2, 4] t^'f-J7V-]V-2>-^]^) -7aL^;H -Z-^uu-^ 
yX7^ F 

[0 7 7 3] 

Ut2 4 6] 




[0 7 7 4] 

HNMR (CDs COCDs /DM SO-de) :510. 55 Cs, IH) 
, 8. 6 0 Cm, 1 H) , 8. 2 0 (m, 2H) , 8. 1 5 (m, 1 H) , 8. 
1 9 Cm, 1 H) , 7. 6 6-7. 5 0 Cm, 4H) , 7. 12 Cs, 2H) , 
2. 22 Cs, 3H). ESIMS: CMNa^) :477; CMH ) :45 
3. 

mmm¥ cs) 

C4-r^/-5- {3- [3- C3-^'Dn--^ 
- [1, 2, 4] :t+^f>>TV-;P-5-^';W 

[0 7 7 5] 
litZ 4 7] 
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[0 7 7 6] 

' HNMR (DM SO-ds) : 6 1 3. 19 (s, IH), 10. 60 (s, 

1 H) , 8. 52 (s, 1 H) , 8. 32 (m, 1 H) , 8. 0 9-7. 8 8 ( 
m, 5H) , 7. 7 2 -7. 5 6 Cm, 3 H) , 7. 29 Cm, 1 H) , 7. 2 

2 Cs, 2H) . ESIMS: CMH^ ) :5 2 3; CMNa^) :5 4 5; C 
MH ) : 5 2 1 . 

HMMF C6) 

N- {3- [5- C4-7^/-2-yDt°;P7^/-^ry-;P-2-^;W 
[1, 2, 4] ;t^^fs>TV-;V-3-^;W -^^nn—^yXr 

[0 7 7 7] 

[ft2 4 8] 




[0 7 7 8] 

' HNMR CDM SO-de) :512. 41 Cs, IH), 10. 57 Cs, 
1 H) , 8. 48 Cs, 1 H) , 8. 06 Cm, 2 H) , 7. 96 Cm, 1 H) 
, 7. 8 5 Cm, 1 H) , 7. 7 0 Cm, 1 H) , 7. 6 7-7. 5 5 Cm, 2 
H), 7. 15 Cs, 2H), 2. 46 Cq, 2H), 1. 09 Ct, 3H). 
ESIMS: CMNa^) :49i; CMh" ) :4 6 7. 

N- {3- [5- C4-7^/-2 — ^yVV;P7^/-^7V-;^-5-'/;^ 
) - [1, 2, 4] :t^^f>>TV-;P-3-^;W -y:L^M -s-^uu- 

[0 7 7 9] 
Ut2 4 9] 
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[0 7 8 0] 

' HNMR (DM SO-de) :513. 08 Cs, IH), 10. 57 (s, 
IH), 8. 50 Cs, IH), 8. 43-8. 10 (m, 4H), 8. 07 C 

m, 1 H) , 7. 97 Cm, 1 H) , 7. 86 (m, 1 H) , 7. 71-7. 5 
2 Cm, 6H) , 7. 14 (s, 2H). ESIMS: (MH^ ) :517; ( 
MNa^ ) : 5 3 9 ; (MH ) : 5 1 5. 

mmmv (s) 

N- (3- {5- U-T^Z-Z-^i^jV-^U^}^) -=fTV~J^-5-^ 
;H - [1, 2, 4] :t+^f>>TV-;P-3-^;H -3-^^;P 
— syXT^ K 

[0 7 8 1 ] 
Ut2 5 0] 




[0 7 8 2] 

E SMS (MH^ ) : 4 5 0. 

Anal.Calcd for C21 H19 N703 S:C, 56. li;H 
, 4. 26; N, 21. 8i;S, 7. 13. Found:C, 55. 97;H 

, 4. 3 9 ; N, 2 1. 5 4 ; S, 6. 8 9. 

N- [3- C2' -r-(r^;P7^y- 4' -7^7- [2, 5' ] if^ryu 
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[0 7 8 3] 
Ut2 5 1] 




[0 7 8 4] 

'hNMRCCDsOD) :58. 27-8. 24 Cm, IH), 7. 89-7 
. 8 5 Cm, 2H) , 7. 6 7-7. 6 1 (m, 2 H) , 7. 5 1-7. 31 C 
m, 5H), 2. 14 (s, 3H). ESIMS (MH^ ) : 4 3 6 ; (M-H 
) : 4 3 4. 

HWJF (1 0) : N- {3- [4' -7^/- 2' - C3-^^;P-^W 
H) - [2, 5' ] tr^ryiJ^;P-4-Y;W -s-^'nn — ^ 

[0 7 8 5] 
[ft2 5 2] 




[0 7 8 6] 

Anal. Calcd. for C21 Hit ClNeOaSa-l. OH2O 

:C, 50. 14;H, 3. 81 ;N, 16. 71 ;S, 12. 75. Foun 
d:C, 51. 12; H, 3. 64; N, 16. 96;S, 12. 87. ESI 
M S (MH^ ) : 4 8 5/4 8 7. 
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HffiMF Cl 1) : N- {3- [4' -7^/- 2' - C3-;^^;P-^W 
F) - [2, 5' ] ^^7V^')'<]\'-A—(M -3-;^h+>'- 

[0 7 8 7] 

Ut2 5 3] 




[0 7 8 8] 

Anal. Calcd. foriCss H20 NeOsSs - 0. 7H20:C 
, 5 3. 5 8 ; H, 4. 3 7 ; N, 17. 04;S, 13. 0 0. Found: 
C, 5 3. 6 0 ; H, 4. 34;N, 17. 04;S, 12. 93. ESIMS 
(M-h" ) : 4 7 9. 

HffiMF Cl 2) : N- (3- {5- [4-757-2- (3 -7:^-/^-^7 P 
^K) -^ryu^;^-5-^;H - [1, 2, 4] ;^-^^j^^^rW;^-3 

[0 7 8 9] 

[ft:2 5 4] 




[0 7 9 0] 

Anal. Calcd. for Cae H21 
, 4. 1 4 ; N, 19. 1 7 ; S, 6. 2 7. 



Nt O3 S : C, 6 1 . 0 4 ; H 
Found:C, 6 0. 78;H 
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, 4. 1 8 ; N, 19. 05;S, 6. 08. ESIMS (MH^ ) :512. 
mMMV (13) : N- (3- {5- [4-7^/-2- (3-^y:fuEjV- 
^WK) -^ryu^;^-5-^;H - [1, 2, 4] t^^'^7VWjl^-3 

[0 7 9 1 ] 
[ft:2 5 5] 




[0 7 9 2] 

Anal. Calcd. for C23 H23 NrOsSlC, 57. 85;H 

, 4. 8 5 ; N, 2 0. 5 3;S, 6. 71. Found:C, 5 7. 6 5;H 

, 4. 9 7 ; N, 2 0. 4 7;S, 6. 64. ESIMS (MH^ ) : 4 7 8. 

HJSMF (14) : N- (3- {5- [4-7^/-2- (3 -^^y-l/J^-^U 

^K) -^rV-;y-5-^;H - [1, 2, 4] ;^-^^f^7V-;^-3-Y;^ 
} -7x-;P) -3-^^;P--^yX7^ K 

[0 7 9 3] 

[ft:2 5 6] 




[0 7 9 4] 

Anal. Calcd. for C27 H23 NtOsS-O. 9H2 0:C, 

5 9. 8 5 ; H, 4. 6 1 ; N, 18. 10;S, 5. 92. Found:C, 

59. 86; H, 4. 55; N, 17. 86;S, 5. 78. ESIMS (MH 
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^ ) : 5 2 6. 

mMMV (15) :N- {3- [5- [4-7^/-2-^^yx;l'/f^-;^7^^ 
/-^7V-;V-5-^;W - [1, 2, 4] :t^^f^ry-;P-3-^;H - 

[0 7 9 5] 
lit2 5 7] 




[0 7 9 6] 

E S I M S CMN ) : 4 9 3. 

mmm^ cie) :n- C4' -r^/-4 — ^yvv;^- [2, 5' i li'^r 

[0 7 9 7] 
[ft:2 5 8] 




[0 7 9 8] 

'hNMRCCDsOD) :<56. 81-6. 69 (m, 2H), 6. 41-6 
. 1 8 (m, 3H) , 6. 0 7-5. 9 1 Cm, 1 H) , 0. 9 3 Cs, 3 H) 
. FABMS Calcd for Cis H12 N402 S2Na:367. 
0299. Found :367. 0991. 

mmmc en 

5-t°ijS>>-2' -^;P-n' - (3, 4, 5-hiJ;^ h^>^--7x-;P) - 
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[0 7 9 9] 



litZ 5 9] 




[0 8 0 0] 

3, 4, 5- ^ h^->-7x-;P-^V^:t->r^^-h C2 5 0mg. 1. 
1 1 mmo K 1 ^M) ^IfS^i-^ K (5 6mg. 1 . 3 3mmo K 1 . 2^ 
M) ^^ 2 3°CT^r^ t e r t -^^^ /-/V^fcXnfco KO-t 

-Bu (2 8 6mg. 2. 55mmoK 2. 3^M) 2 -^'nn^^/Hf 
ij >>>igil Cl82mg. 1. llmmoK 1. 0 O^M) CHlC^tWL 
fco M^m^7i< (2 0mL) T«J^LT. fifeHf^^&MLT. X-r;V^^^ft?t 
LTs IMiL'fr (2 5 7 mg) o l^ibfc^S (6 0mg. 0. 167mmol 
, 1. OO^M) THF (3mL) fc|§i?LT. -7 8T^^?^^LT. n- 
Co. 261mL. 1. 6M. 2. 5^M) T^MJMJ-fto M^Tt 

: 1 : 1, 4 8. 3 m g, 8 0%) ^^ftSLfco 

MS (FAB) [m + ] /z Calcd:359. Found:359. MS 
(FAB) [m-] /z Calcd:3 5 7. Found:3 5 7. 
Anal. Calcd:C, 56. 97; H, 5. 06; N, 15. 63;S, 
8. 95. Found:C, 56. 18; H, 5. 10;N, 15. 3i;S, 
8. 6 8. 

OTconffiMG (2) ~G (9) CD hnm<i)i3'm'^tmhfco 

^mmQ (2) 



N -7j:-;P-5-t°iJ s>>-2— i';P-^ry-;P-2, 4-i>T^y 



[0 8 0 1 ] 
Ut2 6 0] 
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[0 8 0 2] 

MS (FAB) [m + ] /z Calcd:2 6 9. Found:2 6 9. 
Anal. Calccl:C, 62. 66; H, 4. 5i;N, 20. 88;S, 
11. 95. Found:C, 62. 7 1 ; H, 4. 4 6 ; N, 2 0. 7 6;S 
, 11. 9 1. 

mmmc o) 

n' - (2, 3-S?tFD — VyV [1, 4] lyt^i^y- 6 jV) -5 -If 

V -Jy- 2 2 , 4--JT^y 

[0 8 0 3] 

Ut2 6 1] 

[0 8 0 4] 

MS (FAB) [m + ] /z Calcd:3 2 7. Found:3 2 7. 
Anal. Calc' d:C, 58. 88;H, 4. 32; N, 17. 17;S 
, 9. 82. Found:C, 5 9. 0 0 ; H, 4. 2 9 ; N, 16. 92;S 
, 9. 5 8. 

mmmc (4) 

n' - (3, 4->?;^ h^v'-^x-^;^) -5-k°iJi>>-2-'r;l'-^rV- 
;P-2, 4--J7^y 
[0 8 0 5] 
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UtZ 6 2] 




[0 8 0 6] 

MS (FAB) [m + ] /z Calcd:3 2 9. Found:3 2 9. 
Anal. Calcd:C, 58. 52; H, 4. 9i;N, 17. 06;S, 
9. 76. Found:C, 5 8. 4 3 ; H, 4. 8 9 ; N, 17. 03;S, 
9. 6 7. 



5-^/ijy-2-^;P-N - (3, 4, 5-hiJ^ 

[0 8 0 7] 
[ft2 6 3] 



[0 8 0 8] 

MS (FAB) [m + ] /z Calcd:4 0 8. Found:4 0 8. 
Anal. Calcd:C, 61. 75; H, 4. 94; N, 13. 72;S, 
7. 85. Found:C, 61. 9 6 ; H, 4. 8 0 ; N, 13. 05;S, 

7. 5 4. 

mmmc (6) 

5- (Q-^U^-}£Vi^'y-2-^jW -2-N- (3, 4, 5-hiJ>?h^ 

^y-7x^;P) -^ry-;l'-2, 4->>T^y 

[0 8 0 9] 
[ft2 6 4] 
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[0 8 10] 

'hNMROOOMHz, CDCI3) :57. 35 Ct, IH), 6. 98 
(d, 1 H) , 6. 76 Cd, 1 H) , 6. 62 (s, 2 H) , 3. 85 (s, 

6 H) , 3. 8 2 Cs , 3 H) . 

MS (FAB) [m+H] /z Calcd:437. Found:438. 
Anal. Calcd:C, 46. 69; H, 3. 92; N, 12. 8i;S, 
7. 33. Found:C, 4 6. 6 6 ; H, 3. 8 4 ; N, 12. 68;S, 
7. 2 5. 

mmmc cd 

5- (5-^:t7xy-3-^;P- [1, 2, 4] :t+^t>>TV-;P-3-^;^ 
) -n' - (3. 4, 5- h^->-7x-;V) -i^7V-;\^-2, 

[0 8 1 1] 

[ft2 6 5] 




[0 8 12] 

MS (FAB) [m + ] /z Calcd:431. Found;431. 
Anal. Calcd:C, 50. 10;H, 3. 97; N, 16. 23;S, 
14. 86. Found:C, 50. 45;H, 3. 96;N, 15. 31 ;S 

, 14. 4 6. 
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4- {4 -7^/- 5- [1- C4-^'nn-^y>>» - IH — 

[0 8 13] 

[ft:2 6 6] 




[0 8 14] 

HffiMG (9) 

4 - [4-r5/-5 - (5--hn — ^yy^rv-;p-2-^;w -^ry 

[0 8 15] 
[ft2 6 7] 




[0 8 16] 

' HNMR (DM SO-de) :58. 35 Cs, IH), 8. 02 (d, J = 
6. 5Hz, IH) , 7. 90 (d, J=6. 5Hz, 1 H) , 7. 72 (m, 
4 H) , 7. 6 4 (b r , NH2 ) , 7. 2 2 (b r , NH2 ) 

nwm (1) 

4- (4' -7^/-4-liKn^^>- [2, 5] l^^7yUY;P-2' - Y 

[0 8 17] 
[ft:2 6 8] 
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[0 8 18] 

:^mmm<Dmmm^mmmmii C2) ~h ce) 

^^-^^'^yXtia-^"Pt-^^lJ;^J;i9^ ji:t^ %m\k CD tlHStO 

' HNMR (DM SO-de) :57. 88 Cs, 4H), 7. 39 Cs, IH 
) . E S I M S CMH^ ) : 3 7 0 ; (M-H) " : 3 6 8. 

HMMH (2) 

4- [4' -r^/-4-t Kn^->-5 - C4-t Kn^->-7x-;W - [ 

[0 8 19] 
[ft:2 6 9] 




[0 8 2 0] 

' HNMR (DM SO-ds) :<59. 52 (s, IH), 7. 83 Cm, 4H 
) , 7. 32, (s, 2H) , 7. 06 (d, J=8. OHz, 2 H) , 7. 4 
2 (d, J=8. OHz, 2H), 5. 38 Cs, IH). ESIMS CMH^ 

) : 4 6 2. 

Anal.Calcd for Ci8Hi5N5O4S3*0. 2H2O-0 
. 2Et20:C, 4 7. 0 4;H, 3. 6 5 ; N, 14. 59;S, 20. 0 
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4. 



Found:C, 4 6. 7 8 ; H, 3. 5 9 ; N, 14. 36;S, 2 0. 73 



HffiMH (3) 

4' -7^/-2' - (4 -y^^;P7^y-7:L -/l^r^/) -5 
FD+->-7x-;W - [2, 5' ] ld'^rVV;y-4-;t-;^ 

[0 8 2 1] 

Ut2 7 0] 



(2 -t 




[0 8 2 2] 

' HNMR (DM S 0-d 6 ) : 5 7. 3 0 Cm, 2 H) , 7. 0 4 Cm, 2H 

) , 6. 6 8 (m, 4 H) , 2. 8 8 (s, 6 H) . 
ESIMS CMH^ ) :4 2 6; CM-H) :4 2 4. 

4- [4' -r^/-4-t Kn^->-5 - C2-t Kn^->-:7x-;W - [ 

2, 5' ] i^^rW;p-2' —f/vr^/] -^y-tfyx;^4-^>7"^ K 

[0 8 2 3] 
lit2 7 1] 




[0 8 2 4] 

HNMR CCDs OD) : 5 7. 82 Cm, 4H) , 7. 02 Cm, 2H) , 
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6 . 6 2 (m, 2 H) . E S I M S (MH^ ) : 4 6 2 ; (M-H) : 4 6 0 

4- [4' -r^y-4-tiHD^->-5 - C2-l;HD^->-x^;P) -3' 

H-r - [2, 5] if^7W;v-2' -^7^7^ = /] -^y^fyx;^4-^y7"^ 

F 

[0 8 2 5] 

[ft:2 7 2] 




[0 8 2 6] 

' HNMR (DM SO-de) : 5 7 . 83 Cs, 4H), 4. 72 Cm, IH 
) , 4. 2 6 Cm, 1 H) , 3. 5 2 Cm, 2 H) , 2. 3 0 Cm, 1 H) , 1 
. 7 8 Cm, 1 H) . E S I MS CMH^ ) : 4 1 4 ; CM-H) : 4 1 2. 
Anal.Calcd for Ci4Hi5N504 S3:C, 40. 67; 
H, 3. 66;N, 16. 94;S, 2 3. 2 6. Found:C, 4 0. 81 
; H, 3. 7 6 ; N, 16. 7 6 ; S, 2 3. 0 2. 

4- C4, 4' -i^7^/- [2, 5] i^^rVV;P-2' -^jl'T^/) 

[0 8 2 7] 
litZ 7 3] 
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[0 8 2 8] 

HNMR CDMSO-De ) : 5 1 1. 0 Cs, NH) , 8. 1 2 (s, H) 
, 7. 80 (m, 4H), 7. 32 (s, NH2), 7. 08 (br s, NH 
2 ) , 7. 02 Cs, NH2). ESIMS CMH+) : 3 6 9 ; (M-H-) 
: 3 6 7 . 

mmmi en 

S-5- (4--^y>>>-4, 5 -i>^t Kn-;t^^fV-;P-2-^;P) -n' 
- (3, 4, 5-hU>^ -^ry-;^-2, 

[0 8 2 9] 
[ft2 7 4] 




[0 8 3 0] 

4-r^/-2- (3, 4, 

-5-A;pv1?-h iJ;P (153mg, 0. 5mmol). 2 (S)-7^/-3 
-7x^;P-ynny- 1 ;^ (8 4 mg, 0. 55mmo\)RrWME 
mm(Dm^z n c 1 2 cD^'nn-^y-tfytM^m C 1 5 m 1 ) 4 HfwmLfc 
o M^TJ^ET^^^Sbfco ^g^Mlx^;P^fc?§i?LTs 0. IN HCl 

r^'m^Lx. Mgso4 r'tmhfco WMm (ssmg) ^v-u^y/i'^^nvh 

i^^^^^'-lfS (^^^ty/»^^;P= 1/1) -^i^fco 

'hNMRCCDCU) : S 7 . 33-7. 22 (m, 5H), 6. 58 (s 
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, 2H) , 4. 50 Cm, 1 H) , 4. 24 (t, J=9. OH, 1 H) , 4. 
01 (t, J=9. OHz, IH), 3. 86 (s, 6H). 3. 82 (s, 3 
H) , 3. 1 1 Cm, 1 H) , 2. 7 0 Cm, 1 H) . 
E S I M S CMH^ ) : 4 4 1 ; CM-h" ) : 4 3 9. 

OTconffiMi C2)~i ii 9) ^^mmimMLfco 
mmmi (2) 

R-5- C4--^y>>>-4, 5 ->>^t Kn-;t+^fV-;P-2-^;P) -n' 
- C3, 4, -^rV-;P-2, 4->>T^> 

[0 8 3 1] 
lit2 7 5] 




[0 8 3 2] 

'hNMRCCDCIs) -.6 7. 33-7. 22 Cm, 5H), 6. 58 Cs 
, 2H), 4. 50 Cm, IH), 4. 24 Ct, J=9. OHz, IH), 4 
. 01 Ct, J=9. OHz, 1 H) , 3. 86 Cs, 6 H) , 3. 82 Cs, 

3H) , 3. 1 1 Cm, 1 H) , 2. 7 0 Cm, 1 H) . 

Anal.Calcd for C22H24N404 S:C, 59. 98;H 
, 5. 4 9 ; N, 12. 72;S, 7. 2 8. F o u n d : C , 5 9. 8 8;H 
, 5. 54; N, 12. 67;S, 7. 21. 

mmmi C3) 

S-5- C4 -^V^^^;P-4, 5-i>^t Fn-^^^fy-;P-2 — -N 
' - C3, 4, 5-hiJ^ -^rV-;P-2, 4-i>T^y 

[0 8 3 3] 

UtZ 7 6] 
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[0 8 3 4] 

'hNMRCCDCU) : 5Q. 57 Cs, 2H), 5. 71 (brd, NH 
E ) , 4. 3 6 (m, 1 H) , 4. 2 6 (m, 1 H) , 3. 8 5-3. 8 0 Cm 
, 1 OH) , 1. 8 0 Cm, 1 H) , 1. 6 2 Cm, 1 H) , 1 . 3 5 Cm, 1 
H) , 0. 9 5 Cm, 6H) . E S I MS CMH^ ) : 4 0 7. 

mmmi C4) 

5- { C4R) - [ ClR) -^y-JM^-y-:^i^?]y] -4, 5-i>^liKn- 
t^'^y-J^-Z-^M -n' - C3, 4, 5- hU^ h4P^>-7x-;W - 

[0 8 3 5] 

litZ 7 7] 




[0 8 3 6] 

'hNMRCCDCIs) '. S 7 . 35-7. 25 Cm, 5H), 6. 58 Cs 
, 2H), 5. 70 Cbrd, NH2), 4. 70-4. 59 Cm, 2H), 4 
. 48 Cm, 1 H) , 4. 25 Cm, 2H) , 3. 86 Cs, 6H) , 3. 83 
C s , 3 H) , 3 . 7 7 Cm, 1 H) , 1 . 14 Cm, 3 H) . E S I M S CM 
) : 4 8 5. 

mmmi cs) 

S-4- [4-7^/-5 - C4-7x-;l'-4, 5->?t Fn-^^^fy-;^ 
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[0 8 3 7] 
Ut2 7 8] 



HNMR CCDs OD) : 57. 82 Cm, 4H) , 7. 34 Cm, 5H) , 
5. 26 Ct, J=8Hz, IH), 4. 72 Ct, J=7. 80Hz, 1 H) 
, 4. 16 Ct, J=7. 80Hz, IH). 

Anal.Calcd for CibHwNsOsSe-O. SEtaO: 
C, 5 3. 0 8 ; H, 4. 90;N, 15. 48;S, 14. 17. Found 

: C, 5 3. 3 6;H, 4. 7 9 ; N, 15. 66, S, 14. 3 3. 

mmm\ C6) 



S-5- C4-7x-;P-4, 5 ->>^t Kn-;t+^fV-;P-2-^;P) -N 

- C3, 4, 5-hiJ^ -^rV-;P-2, A--J7^y 

[0 8 3 9] 

[ft:2 7 9] 



HNMRCCDCls) :<57. 37-7. 26 Cm, 5H), 6. 59 Cs 




[0 8 3 8] 




[0 8 4 0] 
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, 2H), 5. 80 Cbrd, NH2), 5. 32 (t, J=7. 80Hz, 1 
H) , 4. 65 (t, J=7. 80Hz, 1 H) , 4. 09 (t, J = 7. 80 
Hz, IH). FABMS (MH^ ) : 4 2 7. 

- (3, 4, 5- ^ -^7V-;y-2, 4->>T^> 

[0 8 4 1] 

Ut2 8 0] 



OOH- 




[0 8 4 2] 

'hNMRCCDCIs) : 6 7 . 37-7. 26 (m, 5H), 6. 59 (s 
, 2H), 5. 80 (brd, NH2), 5. 32 (t, J=7. 80Hz, 1 
H) , 4. 65 Ct, J=7. 80Hz, 1 H) , 4. 09 (t, J=7. 80 
Hz, IH). FABMS (MH^ ) : 4 2 7. 

mmmi (s) 

S-5- [4- (3--^y>^>:t^->-7x-;W -4, 5-i>^ti FD-;t^^f 
y-;P-2-^;H -n' - (3, 4, 5-hiJ^ -^7^ 
— ;P-2, 4->^T^y 
[0 8 4 3] 

[ft:2 8 1] 
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[0 8 4 4] 

HNMR (300MHz, CDCU) : S 3. 83 (s, 3H), 3. 87 
(s, 6H) , 4. 08 (dd, J=8, 8Hz, 1 H) , 4. 62 (dd, J 
= 8, lOHz, IH), 5. 05 Cs, 2H), 5. 30 (dd, J=8, 8 
Hz, 1 H) , 5. 80 Cs, 2H) . 6. 59 (s, 2 H) , 6. 90 Cm, 
3H) , 7. 3 3 (m, 6 H) . HRMS (FAB) (MH^ ) C a 1 c d : 5 
3 3. 1 8 5 9. Found:5 33. 1 8 4 7 7. 

mmmi (9) 

S-3- {2- [4-7^7-2- (3, 4, 5- hU;^ h^^>-7x-;P7^ 
/) -^rV-;^-5-^;W -4, 5-i^}i]^u-t^^y~j]y-4-^M 

[0 8 4 5] 
Ut2 8 2] 




[0 8 4 6] 

mmmi cs) \zumhfcii^\zmmhfc) s-5- [4- c3--^yi>>;^- 

-4, S -Z/'^L^u-t^'fV^-iV-z-^ M -n' - C3 
, 4, 5 -h -^rV-;P-2, 4-s>T^yC20m 

g, 0. 0 3 8mmo 1) c^DMF CO. 5ml) P d'f'^yi^ C 1 0 

mg) . Mrv^-^A Cl Omg. 0. 1 4mmo 1) ^WiWl^fco 

u.mm-m^^ux^ A znmunvrc. HjsiM^m^cH. c i. ^^^f^ur. 

-tr^^h^^jtiMbfco ?§®^^SbT. ^Jgi^tl C4mg) ^t#fco 
'hNMRC3 00MHz, CDsOD) :53. 74 Cs, 3H), 3. 85 
Cs, 6H) , 4. 28 Cdd, J=8, 8Hz, 1 H) , 4. 84 Cm, IH 
) , 5. 20 Cdd, J=8, 9Hz, 1 H) , 6. 74 Cm, 3 H) , 6. 9 
3 Cs, 2H) , 7. 18 Cdd, J=8, 8Hz, 1 H) . HRMS CFAB 
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) CMH^ ) Calcd:443. 1389. Found:443. 1377. 

mmmi ci o) 

S-5- [4- C4--^y>>>:t^->-7x-;W -4, 5 ->>^li Kn 
D-;P-2-^;V] -n' - (3, 4, -^7^ 
— ;l/-2, 4->>T^y 

[0 8 4 7] 

litZ 8 3] 




[0 8 4 8] 

HNMR (SOOMHz. CDCU) :<53. 82 (br s, 9H), 4 
. 06 (dd, J=8, 8Hz, 1 H) , 4. 60 (dd, J=9, 9Hz, 1 
H) , 5. 05 Cs, 2H) , 5. 26 (dd, J=9, 9Hz, 1 H) , 5. 
89 Cbrs, 2H), 6. 58 (s, 2H), 6. 94 (d, J=9Hz, 2 
H) , 7. 20 (J=9Hz, 2H) , 7. 39 (m, 5 H) . HRMS (FA 
B) CMH )Calcd:533. 1859. Found:533. 1876 

mmmi ci n 

S-4- {2- [4-r^/-2- (3, 4, 5-hiJ>< h^:y-yx-;^7^ 
/) -5-^;H -4, 5->>^t Kn-;t+^fV-;P-4-^;H 

[0 8 4 9] 

[ft:2 8 4] 




[0 8 5 0] 
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HNMR (3 0 0MHz, CDs OD) : 5 3. 73 (s, 3H) , 3. 80 
(s, 6H), 4. 12 Cdd, J=8, 8Hz, IH), 4. 70 (dd, J 
= 9, 9Hz, IH), 5. 16 (dd, J=8, 8Hz, IH), 6. 70 ( 
d, J=8Hz, 2H) , 6. 92 (s, 2H), 7. 12 (d, J=8Hz, 
2H). HRMS (FAB) (MH^ )Calcd:443. 1389. Fou 
nd:443. 1377. 

mmmi ci 2) 

(R/S) -5- [4- (4-^^n^-7x-;W -4, 5->>^li 
V-;P-2-^;H -n' - (3, 4, 5 - h U ^ -f-TV 

[0 8 5 1] 
[ft2 8 5] 




[0 8 5 2] 

MS (FAB) [m+H] /z Calcd:505. Found:505. 
Anal. Calcd:C, 49. 9i;H, 4. 19; N, 11. 09;S, 
6. 34. Found:C, 4 9. 3 2 ; H, 4. 0 2 ; N, 10. 59;S, 
6. 0 5. 

mmmi d a) 

(R/S) -5- [4- i2-^U=t-yaL^]V) -4, 5 -i>^ll HP 
y-;P-2-^;H -n' - (3, 4, 5-hiJ^ h^->-:7x-;W -^7^ 
— ;l/-2, 4->>T^y 

[0 8 5 3] 

[ft:2 8 6] 
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[0 8 5 4] 

MS (FAB) [m+H] /z Calcd:505. Found:505. 
Anal. Calcd:C, 49. 9i;H, 4. 19; N, 11. 09;S, 
6. 34. Found:C, 4 9. 3 2 ; H, 4. 0 2 ; N, 10. 59;S, 

6. 0 5. 

mmmi ci 4) 

(R/S) -5- [4- C2-^^n^-7x-;W -4, 5->>^t Kn-;t^^^ 
V-;P-2-i';H -n' - (3, 4, 5-hU>^ h^^-:7x-;W -^7^ 
-;P-2, 4-S?7^y 

[0 8 5 5] 

[ft2 8 7] 




[0 8 5 6] 

MS (FAB) [m+H] /z Calcd:505. Found;505. 
Anal. Calcd:C, 49. 9i;H, 4. 19; N, 11. 09;S, 
6. 34. Found:C, 50. 16; H, 4. 4i;N, 9. 64;S, 5 

. 4. 

mmmi (i 5) 

(R/S) -5- (4-^^;P-4, 5-i>^li Kn-;^-^^fV-;P-2-Y;W 
-n' - (3, 4, 5-hiJ^ -^rV-;P-2, 4-i>T 

[0 8 5 7] 
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UtZ 8 8] 




[0 8 5 8] 

MS (FAB) [m + ] /z C a 1 c d : 3 6 4 . Found:3 6 4. 
Anal. Calcd:C, 52. 73; H, 5. 53; N, 15. 37;S, 
8. 8. Found:C, 5 0. 5 8 ; H, 5. 3 6 ; N, 13. 92;S, 7 
. 8 4. 

mmmi ci e) 

5- (4 ->?^;P-5 ->>^t KD-4, 5 Kn-;t^^fy-;P-2-^;V 
) -n' - (3, 4, 5-hU>< -=fTV~J^-2, 4->? 

[0 8 5 9] 

Ut2 8 9] 




[0 8 6 0] 

MS (FAB) [m+H] /z Calcd:441. Found:441. 

Anal. Calcd:C, 59. 98; H, 5. 49; N, 12. 72;S, 
7. 28. Found:C, 5 9. 3 8 ; H, 5. 4 9 ; N, 12. 50;S, 
7. 16. 

mmmi (i 7) 

CR/S) - 5- (4 -'i'vynt°;P-4, 5-i>^iiKn-:t^^^V-;P-2- 
^;l') -n' - (3, 4, 5-hiJ;^ h^i/-7j:-;l') -^7V-;l'-2, 4 
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[0 8 6 1] 
litZ 9 0] 




[0 8 6 2] 

MS (FAB) [m+H] /z Calcd:393. Found:393. 
Anal. Calcd:C, 55. 08; H, 6. 16; N, 14. 28;S, 
8. 17. Found:C, 5 5. 6 2 ; H, 6. 3 3 ; N, 13. 07;S, 
7. 7 3. 

mmmi ci s) 

5- (4 (R) -^^;y-5 CS) -7x-;P-4, 5 ->>^li Kn-;t^^f 
;P-2-^;P) -n' - (3, 4, 5-hiJ^ 
-2, 4->>T^y 

[0 8 6 3] 

[ft2 9 1] 




[0 8 6 4] 

MS (FAB) [m+H] /z Calcd:441. Found;441. 
Anal. Calcd:C, 59. 98; H, 5. 49; N, 12. 72;S, 
7. 28. Found:C, 5 9. 3 8 ; H, 5. 4 9 ; N, 12. 50;S, 

7. 16. 

mmmi ci 9) 
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(R/S) - 5- C5-;^^;P-4, 5-i>^^Y^u-t^T'/-Jl^-2 jV) 

[0 8 6 5] 

[ft:2 9 2] 




[0 8 6 6] 

MS (FAB) [m+H] /z Calcd:365. Found:365. 
Anal. Calcd:C, 52. 73; H, 5. 53; N, 15. 37;S, 
8. 8. Found:C, 5 0. 9 1 ; H, 5. 2 7 ; N, 14. 03;S, 8 
. 0 9. 

mmmi (20) 

[0 8 6 7] 
Ut2 9 3] 




[0 8 6 8] 

HffiM.T (1) 

5- (2 H-r h^V-;P-5-^;W -n' - (3, 4, S-hU^h^v-) 
-^7V-;P-2, 4-s?7^y 
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[0 8 6 9] 
litZ 9 4] 




[0 8 7 0] 

4- 75/- 2- (3, 4, 5-hiJ>^ h^5/-7x-;P75/) -^rV-;P 
-5-A;V.1?-h (llOmg. 0. 35mmol). TMSNs (115 
m g. 1 . 0 mm o 1) ^'CfnM^'\tM<D BusSnOCllSmg. 1. Om 
mo 1) coh;PxyMm^. 4 0Wttt??ftLfc CH^S^s iiMcDTMSNs 
Bu2 SnO^mni^fc) o ?§S^rlSJ±^SL/co 

X. 0. 1 NcOHC 1 ;&t5:ftig7i<«ttL. Mg S 04 X^mi^fco mm^W^^ 

Lx. ^m^mm:^f'j]y^xm^v^icLrc, m^M^ caomg) ^wMLxm 

HNMR (CDs OD) : S6. 99 (s, 2H) , 3. 89 (s, 6H) , 
3. 77 (s, 3H). ESIMS (MH^ ) : 3 5 0 ; (M-H) : 3 4 8 

m m mj (2) 

5- (4->>^^^;Pr5/-7x-;P) -5- (2H-r h^V-;P-5-Y;P 
) -^rV-;P-2, 

[0 8 7 1 ] 
litZ 9 5] 




[0 8 7 2] 

'hNMRCCDsOD) :57. 38 Cd, J=5. 40Hz, 2H), 6. 
85 (d, J=5. 40Hz, 2H), 2. 95 (s, 6H). ESIMS (M 
) : 3 0 2 ; (M-H ) : 3 0 1 . 

mmMK (1) 

3- {5- [4-T^/-2- (3, 4, 5-hiJ^ h + 
-^7V-;P-5-^;H - [i, 2, 4] >>TV-;P-3 -7 

[0 8 7 3] 
[ft2 9 6] 




[0 8 7 4] 

C^Si^jB (4) -^mM^fO 200mg (0. 412 mm ol) CO {5- [3 
- (3-^h^^>^h+^>-7x-;P) - [1, 2, 4] ;t+^f>>Ty-;P-5 
-n' - (3, 4, 5- h -^ry-;P-2, 

4 - >>T ^ y CO 5 0 % lyM'l'ti^^t^^ y ( s m l ) Wmf^. v u yMuwt^ C 

8 m L ) 7i<j@^^ 1 5 °C l.r^if'hmw l-fco 2 Hf WSrSt Lfcf^. h/l^ 

xy^»LT. 7i<^§^^2 2TfcL^:^)^&M^^^«bfco ?§®^5^^Miffe 

>? n n ^ ^ y^^lfim Uv^Xm^^^-^^ L T. «^ hV^K r^tm L 
fco 5-10 % >^ ^ /-;P/i>^^' P P ^ y^^?§ai Lfc"^ i?7;^^> ij ^? p v h 



(229) 



#S 2003-501420 



^""77^-^-. 3- {5- [4-r^/-2- (3, 4, 5 - h U ;^ h^i/-^ 
3-^;H (6 0mg) l5feSfe0f*t LTfffco 



HNMR C3 00MHZ, DMSO-ds) :63. 64 Cs, 3H), 3. 
8 1 Cs, 6H) , 6. 9 5 Cm, 3 H) , 7. 3 4 Cm, 2 H) , 7. 4 9 C 

m, 2H) , 9. 7 6 Cs, 1 H) , 10. 7 6 Cs, 1 H) . 

Anal.Calcd for C2oHi9N505 S:C, 54. 4i;H 

, 4. 3 4 ; N, 15. 86. Found:C, 5 4. 4 0 ; H, 4. 40;N 
, 15. 8 6. 
HM^JL CD 



5- {6- C7^y-2-^;W -t°iJ>>>-2-^;H -7x/-;P-N - 
C3, 4, 5 - h ij;^ h^->-7x-;W -^ry-;P-2, 4-i>T^> 
[0 8 7 5] 
[ft2 9 7] 



[0 8 7 6] 

mmmG ce) i^msL^fa 5- {6- c^^n^-^ij i>v- 2-^7^-2 - 

N- C3, 4, 5-hU^ -^rV-;P-2, 4-i>T^> 

C6 0mg. 0. 13 7mmoK 1. O^M)tDDMF CO. 7mL)?§m^ 
s 2-:7^y Cl30/iL. O. 411mmoK 3. O^M) 

s C9 5 L. 0. 6 8 5mmoK 5. Q^M) z/' i^U 

nifX ChU y) Cl9mg. 0. 027 mm 

o K 0. 2mS) ^mwhfco £JSM^» 8 5 1 8 0fWMJ-Ts W 

7^- Cl : lSilx^;P/'^^+^y) -^^iffSLT. 5- {6- C'7^y-2- 
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^]V) >>>-2 —T/H -7aiy-;P-N' - (3, 4, S-V'):^V^ 
^^-y^-zV) -i-rV-lV-Z, 4->?7^y (3 0. 5mg. W5 3%) 

MS (FAB) [m + ] /z Calcd:424. Found:424. 
Anal. Calcd:C, 59. 42: H, 4. 75; N, 13. 20;S, 
7. 55. Found:C, 5 9. 5 6 ; H, 4. 7 1 ; N, 13. 10;S, 
7. 4 4. 

5- (6-^;t7iy-2-^;y-k°iJ>>>-2-^;W -n' - (3, 4, 5 
-hU^ -^rV-;P-2, 4->>T^y 

[0 8 7 7] 
[ft2 9 8] 




[0 8 7 8] 

MS (FAB) [m+H] /z Calcd:441. Found:441. 
Anal. Calcd:C, 57. 25; H, 4. 58; N, 12. 72;S, 
14. 5 6. FoundiC, 5 6. 5 7 ; H, 4. 6 0 ; N, 12. 47;S 
, 14. 3 3. 

mmmi (3) 

5- C6-f-:t:7xy-3-^;P-t°iJi>>-2-^;W -n' - (3, 4, 5 

- hU;^ h^>'-7x-;l') -^7V-;^-2, 4-i>T^y 

[0 8 7 9] 
[ft:2 9 9] 
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[0 8 8 0] 

MS (FAB) [m + ] /z Calcd:440;Found:440. 
Anal. Calcd:C, 57. 25; H, 4. 58; N, 12. 72;S, 
14. 5 6. Found:C, 5 6. 5 7 ; H, 4. 6 0 ; N, 12. 47;S 

, 14. 3 3. 

mmmu cd 

4 --^y>>>X;P7r-;P^^;P-N- (4 -^vynt°;P-7x-;P) - [2 
. 5' ] -y:^7VV;P-2' . 4' ->>T^y 

[0 8 8 1] 

[fta 0 0] 




[0 8 8 2] 

(^WJ A CD. Xr^y y C i i ) T^MSLft) 204mg Co. 7mmol 
) c04-r^/-2- C4-^vyn7V-;P-:7x^;P7^/) -^7V-;V 
-S-;^;^^^^:^/^/:^^^ 1 , 3 -i>Vn^7-tr h > C 1 5 4 m g. 0. 7 2 
mmo 1) ^^y-;!' Cl OmL) c^. SrS^^ 2 Hf ^Ji#bfco ^LT. # 

&nfc£mM^»MI^^;V Cl 5 Om 1) T«J^Lfco Mfe-Sfe0f*^rJt 

8 m g. W 9 1 %) l-Ttffco 

HfcftSWfc, ±fHi4^Wf*^s DIEA (17mg. 0. 14mmol)X'9 
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CODM F C 1 0 m 1 ) ^fc?§g?b/fco m^tlfcU'^^m^m& 2 Hf «#L/fco 

mm^m&Tm^^Lx. ci oomi) x^mmmLTco 

:v^Dlf;V-7x-;W - [2, 5' ] -td'^7W;V-2' , 4' ( 



9mg. 1 8 %) :g:#fto HNMRCDMSO-de) : S 7 . 91 (s 
, IH) , 7. 2 0-7. 3 8 (m, 9H) . 6. 65 (s, 1 H) , 5. 98 
(s, 2H) , 3. 73 (s, 1 H) , 3. 63 (s, 2 H) , 2. 9 (hep 
tet, J=6. 9Hz, IH), 1. 2 2- 1. 2 4 (d, J=6. 9Hz, 
6H) . FABMS CM + ) :4 5 2;FABMS CMNa+) :4 7 5. 
MMMN (1) : 4' -T^/- 2' - (4->^^yx;^^t^-;V-7:Q-;^7 

- [2, 5' ] }^=f-TV^j]y-4-^;]yt^ymhvyjvttimmu 

[0 8 8 3] 
[ft3 0 1] 



[0 8 8 4] 

-^7y-;p-5-;^j;p,i^^^;tg§7^/ (164mg. 0. 5 
m m o 1) CO D M F ^'P ^ :yS| (125mg. 0. 75mmol 

) ^mMLx. m^tifcU'^m^muxzmmmni^fco mm^m^i^tci^. m 

(W3 4 %) o 



HNMR (DM SO) :5<510. 08 (s, IH), 8. 04 (s, IH) 
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, 7. 8 8-7. 7 8 Cm, 4 H) , 7. 31 Cs, 4H). HRFABMS C 
MH^ ) :Calcd. :3 9 8. 0 0 5 1. Found:3 9 8. 0 0 5 9. 
HWJN (2) : 2' - C4-X;P7rt^;P-7x-;Pr^/ 

) - [2, 5' ] -t^^rVV;P-4-A;P.1?yil (2 ->>^^^;Pr^/-^^ 

[0 8 8 5] 
lit3 0 2] 




[0 8 8 6] 

mmit^^^ixr<DX^iz^Lfc: 4' -r^/- 2' - C4-^^yx;^ 

- [2, 5' ] 4 -A/l'^:^^ (6 4 

mgs 0. 13mmol)s PyBop (81mgs 0. 16mmol)s Np 
N->>^^^;PX^^y>>T^y (2 8 K 0. 2 5mmo 1) ;&t5D I E A C 
65^iK 0. 38mmol)cDDMF U^m^s MW^' 2 Hf W^t#Lfco M 

7 %) o 

'hNMRCDMSO) :5510. 91 (s, IH), 8. 72 (t, IH, 
J = 12. 3), 7. 80 (dd, 4H, J=27. 1), 7. 73 (s, IH 
), 7. 28 (s, 2H), 7. 20 (s, 2H), 2. 61-2. 51 Cm, 
4 H) , 2. 2 5 Cs, 6H) . 

HRFABMS (MH^ ) :Calcd. :4 6 8. 0 9 4 6. Found:4 
6 8. 0 9 5 5. 
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[0 8 8 7] 

MN (3) ^IIN (4) ^mmLTco 

mMMN (3) : 4' -T^/- 2' - C4-X;P7rtY;P-7x-;Pr^ 

/) - [2, 5' ] -lf^7yV;V-4-;i7;^#y|t;^ h + v--;^^;!^-;"^ K 
[0 8 8 8] 

[ft:3 0 3] 



mpl95-198°C. ; HNMR (CDsOD) : S 9. 80 (s, NH) 

, 7. 8 0-7. 6 5 Cm, 4H), 7. 54 (s, 1 H) , 6. 60 (s, N 
H2), 6. 32 (s, NH2), 3. 61 (s, 3H), 3. 22 (s, 3H 
) . 



F ABM S (MH ) : 4 4 1 . 

llffiMN (4) : 4' -7^/- 2' - (4 -X;P7r^^;P-7x-;P7^ 
/) - [2, 5' ] -i^^rVV;^-4-*;P.-}?yig7x-;^7^ F 

[0 8 9 0] 
[ft:3 0 4] 




o o 



[0 8 8 9] 



+ 




o o 



[0 8 9 1] 
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' HNMR CCDs OD) : 5 7. 9 1 (s, 1 H) , 7. 8 8-7. 7 1 Cm 
, 4 H) , 7 . 4 0-7. 2 2 (m, 4 H) , 7 . 17-7. 09 Cm, 1 H) 
. FABMS Calcd for Ci9 His N6S3:473. 0524 
. Found :473. 0540. 

mMmo CD : N- [5-5- {4-7^7-2- [3- 

] V-;^- 3 -2, 4->>^7;P:tn-7x-;H -3-^h^-> 
— syX7^ K 

[0 8 9 2] 
[ft:3 0 5] 




[0 8 9 3] 

T^y^mu¥ Co. 6mL) cD?§m:&^rMT^ 1 wjt# L fto # & nft M 

0 % ^ ^ /-/P/iMft;^ ^ l-y) T^lfSbT. 3 5 m g CW 7 2 %) (TMBit 

Anal. Calcd. for CaeHae F2N805 S-1.2H2 0: 
C, 50. 1 9 ; H, 4. 60;N, 18. 0 1 ; S, 5. 15. 
Found:C, 50. 16;H, 4. 35; N, 17. 95;S, 5. 22. 
E S I M S CMH^ ) : 6 0 1 

[0 8 9 4] 

[ft3 0 6] 
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F 



O 

F 



[0 8 9 5] 

Xr^yy Ci i) (4- {4-7^7-5- [3- (2, 

4->?7;^:tD-5- { [1- (3-7 h^>'-7x-;V) -77/7;H -7 
- [1, 2, 4] :t^^fy-;P-5-^;H -^7V-;P- 

te7]<THF (2 0. OmL) ;&tf4K7i<N-7^;Pt°DiJ Fy ( 1 . OmL) ^fc 

-7 8°c^«?Lfc^ffi^jE (1) tmmy^mrmmLfcN- {5- [5- ( 

2, 4->>T^/-^rV-;P-5-^;P) - [1, 2, 4] :t+^fV-;P-3 
-2, 4->>^7;P:tn-7x-;H -S-^h^i^ — vyXT^]^ (5 
3 3mg. 1. 2 Ommo 1 ) cr)t§rt^7x— (0. 6 6 OmL. 0 
1. 20mmol). ^cDf^M7i<THF (5. OmL) p 
^->7^;P^'nn7;r;P7— h (7 7 2mg. 3. eOmmol) T\ imt^O 

(0. 660mL. 01. 20mmol) ^^'p< !9l^ijnL-fCo Hfc 1 5 

j^mmnhx. sjs^M (0. 3 OmL) ^^ffihbT. u^^xmu^Lx. m 

X. mk^^^^~-i^^i^x$mhx. mMLTco m^Hrcmm^mwmmMtf^-^ 
~ 5 0 m L t ^§ ^xm \mmhx. ^^tt^m^^^'^fco ^^mit^m^x- 

mUl-X. 4 4 6 m g <D^^'mt^jW%^~ h (W6 0 %) ^mtco E S I M S 



(MNa ) : 6 4 5 

OTconffiMo (2) ~o (32) 0 (1) tmm(rjyjmxmmLrco 

MMmo (2) : N- [5-5- {4-7^7-2- {3- [3- CZ-t^V 
-lfDiJs>V-l-^;l.) -yntVH -'^WF} -^7V-;P- 5 
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- [1, 2, 4] t^T'/-j]y-3 — f;H -2, 4->?7;P;tn-7^^;H 

[0 8 9 6] 
lit3 0 7] 




[0 8 9 7] 

Anal. Calcd. for C27H26 F2N8 05 S-1.5H2 0: 
C, 5 0. 0 7 ; H, 4. 5 7 ; N, 17. 52;S, 5. 01. 
Found:C, 5 0. 6 0 ; H, 4. 5 8 ; N, 17. 42;S, 5. 17. 
E S I M S (MH+) : 6 1 3. 

mMmo (3) : N- (5- {5- [4-7^/-2- (3 -:^77V^^^i';V;<^ 
;y-^7WF} -^rV-;P-5-^';H - [1, 2, 4] ;^-^^f VWl^- 3 - 

-2, 4->>^7;P:tn-7x-;W -3-^F+-> — ^yXr^ F 
[0 8 9 8] 

[ft:3 0 8] 



[0 8 9 9] 

Anal. Calcd. for C22H18 FaNaOsS-O. 6H2O: 
C, 4 7. 8 6 ; H, 4. 05;N, 2 0. 0 9;S, 5. 11. 
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Found:C, 47. 92;H, 3. 95; N, 20. 01 ;S, 5. 44. 
E S I M S (MN ) : 5 6 7. 

nmmo (4) : N- [5- (5- {A-7^/-2- C3-^^;P-^WK 
} -^rV-;P-5-^;H - [1, 2, 4] :t^^fV-;P-3-^;P) -2, 

[0 9 0 0] 
Ut3 0 9] 




[0 9 0 1] 

Anal.Calcd. for C21 Hw F2N7O4S* (0. 9DMF 
, 0. 5H2 0) : C, 4 9. 4 7 ; H, 4. 1 0 ; N, 19. 23;S, 5. 
57. Found:C, 49. 58; H, 4. 24; N, 19. 33;S, 5. 
6 3. E S I MS (M-h" ) : 5 0 0. 

nmmo C5) : N- [5- C5- {4-r^/-2- C3-rh^tKn-:7 
^y-2-^;V^^;H -^WK} 5 - [1, 2, 4 

] ^^^^V-;P-3— f;V) -2, 4 ->>^:7;P;^-n-:7x-;W -3-^h^y 

[0 9 0 2] 

[ft:3 1 0] 
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[0 9 0 3] 

Anal. Calcd. for C25H23 F^NtOsS-O. SH^O: 
C, 51. 7 2 ; H, 4. 1 7 ; N, 16. 89;S, 5. 52. 
Found:C, 51. 6 1 ; H, 4. 0 9 ; N, 16. 87;S, 5. 57. 

E S I M S CMN ) : 5 9 4. 

mmmo (6) : n- [5- (5- {4-7^7-2- {3- [2- (2-11K 

D^->-xh^-» -^WK} -^rV-;P-5-^;H - [1, 

2, 4] :t^^^y-;P-3-^;P) -2, 4->>^7;P:tn-7x-;W -3-^ 

[0 9 0 4] 
litS 1 1] 



1 1 r 



H 




[0 9 0 5] 

Anal. Calcd. for C24H23 FaNTOeS-l.OHaO: 
C, 4 8. 5 6 ; H. 4. 2 5 ; N, 16. 52;S, 5. 4 0. 
Found:C, 4 8. 6 7 ; H, 4. 0 4 ; N, 16. 63;S, 5. 5 0. 
E S I M S CM-H~ ) : 5 7 4. 

mUmO (7) : N- C5- {5- {4-r^/-2- (S-^V-fi^jV-^U 
^F) -^7V-;P-5-^;W - [1, 2, 4] t^V^V-Jl^-S-^M - 

[0 9 0 6] 
[ft 3 1 2] 
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[0 9 0 7] 

Anal. Calcd. for C24HE3 F2N7O4S-0. 6H2O: 
C, 5 2. 0 0 ; H, 4. 4 0 ; N, 17. 69;S, 5. 7 8. 
Found:C, 5 2. 0 2 ; H, 4. 2 9 ; N, 17. 87;S, 5. 85. 
E S I M S CMH^ ) : 5 4 4. 

mmmo cs) : n- (5- {5- [4-7^7-2- c3-t'ij>>v-^;p^ 

^;l.-^WF) -^7V-;V-5-Y;H - [1, 2, 4] ;t+^fV-;^-3 
-2, 4->>^7;P:tn-7x-;P) -3-^h+-> — ^yX7^K 

[0 9 0 8] 

[fta 1 3] 




[0 9 0 9] 

Anal. Calcd. for C26H20 F2N804S-1.0H2 0: 
C, 5 2. 3 4 ; H, 3. 7 2 ; N, 18. 78;S, 5. 37. 
Found:C, 5 2. 2 4 ; H, 3. 7 5 ; N, 18. 74;S, 5. 32. 

E S I M S CMH^ ) : 5 7 9. 

MMmo (9) : N- (5- {5- [4-7^/-2- (3 - H U f 
^;P-^WK) -^7y-;P-5— i';!.] - [1, 2, 4] ;t^^V-;P-3 
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-^M -2, 4 -i>^7;P:tn-:7x -3-^ h^v'-'^yXr^ K 
[0 9 10] 
[fkS 1 4] 




[0 9 1 1] 

Anal. Calcd. for C26H20 F2N8O4S-0. 8H2O: 
C, 5 2. 6 6 ; H, 3. 67;N, 18. 90;S, 5. 41. 
Found:C, 52. 57;H, 3. 99; N, 18. 92;S, 5. 16. 
E S I M S (MH^ ) : 5 7 9. 

mmmo ci o) : n- c5- {5- [4-r^/-2- [3- C2-t°ij>>> 

- [1, 2, 4] t^'^V-iV-^-^jl^) -2, 4->?7;l'^n-7:L-;H 

[0 9 12] 
[ft 3 1 5] 




[0 9 13] 

Anal. Calcd. for C22H19 FsNtOsSiC, 49. 72 
; H, 3. 6 ; N, 18. 45;S, 6. 03. Found:C, 4 9. 4 5; 
H, 3. 80:N, 18. 30; S, 5. 97. ESIMS (M-H ) : 5 3 
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0. 

%-BB\0 (1 1) :N- [5- (5- {4-7^/-2- [3- (trans- 
1, 2, 4] :t^^V-;P-3 — nv) -2, 4->>^7;P:tn-7x-;W -3 

[0 9 14] 
[ft:3 1 6] 




[0 9 15] 

Anal. Calcd. for C26H25 FsNtOsS-Z. 8H2O: 

C, 49. 10; H, 4. 85; N, 15. 42;S, 5. 04. 
Found:C, 4 9. 0 6 ; H, 4. 7 1 ; N, 15. 39;S, 4. 7 9. 
E S I M S CM-H ) : 5 8 4. 

rnmio (12) : N- [3- C5- {4-r^/-2- [3- i^-=t]Vto) 

y-4-^;l.-ynlf;l/) -^WF] -^7 5 - [1, 2, 

4] -:t4^^fy-;V-3-^;W -7x-;W -3-^^;^ — ^>X7^F 

[0 9 16] 

[ft 3 1 7] 




[0 9 17] 
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Anal. Calcd. for C27 H30 N8 04 S-1.5H2 0:C, 
5 4. 9 9 ; H, 5. 64;N, 19. 00;S, 5. 44. Found:C, 
54. 83; H, 45. 49;N, 18. 50;S, 15. 30. ESIMS ( 
MH^ ) : 5 6 3. 

MMMO (13) : N- {5- [4' -T^/-2' - CS—^yv^^-^W 
F) - [2, 5' ] l£^7VV;V-4-^;W -2, A-iyyjVtu-y:^^;^ 
} -3->?^;^ — ^yXr^K 

[0 9 18] 

lits 1 8] 




[0 9 19] 

Anal. Calcd. for C28 H22 FaNeOsSa ;C, 56. 7 
5 ; H, 3. 7 4 ; N, 14. 18;S, 10. 82. Found:C, 5 6. 
7 0 ; H, 3. 8 5 ; N, 14. 09;S, 10. 70. ESIMS (MH^ ) 

: 5 9 3. 

mmmo (14) :n- {5- (4' -r^/-2' - [3- cz-^ h^^>- 

i-^^;P-x^;W -^WK] - [2, 5' ] i^^rVV;P-4-Y;H - 
2, 4-P^yMu-y:L^;W — ^yXr^K 

[0 9 2 0] 

[ft:3 1 9] 
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[0 9 2 1] 

Anal. Calcd. for C25 H24 F2N6O4S2 :C, 52. 2 
5 ; H, 4. 2 1 ; N, 14. 63;S, 11. 16. Found:C, 52. 
06;H, 4. 21; N, 14. 55;S, 11. 09. MALDIFTMS C 
MH^ ) :5 7 5. 1 3 4 1, Found 5 7 5. 1 3 4 2. 

nmmo ci 5) : n- {5- C4' -r^/-2' - {3- [3- iz-t^ 

y-t°Dij>?y-i-^;P) -yntVW -^WF} - [2, 5' ] li'^ry 

[0 9 2 2] 

[ftS 2 0] 




[0 9 2 3] 

Anal. Calcd. for C28 H27 F2N704 S2-1. IH2O 
: C, 51. 94;H, 4. 5 5 ; N, 15. 14;S, 9. 90. 
Found:C, 5 2. 3 8 ; H, 4. 7 9 ; N, 14. 64;S, 9. 4 8. 
MALDIFTMS (MNa^) :6 5 0. 1 4 2 6, Found 6 5 0. 1 
3 9 4. 

mmmo Cl 6) : N- {5- [4' -7^/-2' - (3-t°U i>>-2 

W F) - [2, 5' ] lf^7 4 -2, 4->>^7 
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[0 9 2 4] 
[ft:3 2 1] 




[0 9 2 5] 

Anal. Calcd. for C27 H21 F2N7O3S2 :C, 54. 6 
3 ; H, 3. 5 7 ; N, 16. 52;S, 10. 80. Found:C, 54. 
44:H, 3. 68; N, 16. 33;S, 10. 60. MALDIFTMS ( 
MH^ ) :5 9 4. 1 1 8 8, Found 5 9 4. 1 1 9 1. 

nmmo ci ?) : n- {5- [4' -r^/-2' - C3-t°ij>>>-2-^' 

;P;^^;P-^WH) - [2, 5' ] H'^/VV/V- 4 -2, A-z/y 
;l.;tn-7x-;H -3-^h^-> — syXr^Y 

[0 9 2 6] 
[ft3 2 2] 




[0 9 2 7] 

Anal. Calcd. for C27H21 F2N7O3S2-0. 5H2O 
:C, 53. 81 ;H, 3. 68;N, 16. 27;S, 10. 64. Foun 
d:C, 53. 95; H, 3. 78; N, 16. 2i;S, 10. 68. MAL 
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+ 



DIFTMS (MH ) :5 9 4. 1 1 8 8, Found 5 9 4. 1 1 8 5. 
[0 9 2 8] 

nmmo ci s) : n- {s- [4' -r^/-2' - C3-t'ij>>>-4-^ 

;P>?^;P-^WH) - [2, 5' ] ^-7^^') )\y A-^ M -2, 4 ->>^7;P 
[0 9 2 9] 

[fka 2 3] 



[0 9 3 0] 

Anal. Calcd. for C27H21 FeNtOsSe-O. 5H2O 
:C, 53. 81 ;H, 3. 68;N, 16. 27;S, 10. 64. Foun 

d:C, 53. 83; H, 3. 60; N, 16. 33;S, 10. 80. MAL 



DIFTMS (MH ) :5 9 4. 1 1 8 8, Found 5 9 4. 1 1 9 8. 
[0 9 3 1] 

nmmo ci 9) : n- (5- {4' -r^/-2' - [3- c cr) -2-^ 

Kn^i/-ynt';W -^WH] - [2, 5' ] tf^7 V^U ;^4 -2 

[0 9 3 2] 

[ft:3 2 4] 




+ 





[0 9 3 3] 
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Anal. Calcd. for C24 H22 F2N6O4S2 :C, 51. 4 
2 ; H, 3. 96;N, 14. 99;S, 11. 44. Found:C, 5 0. 
95;H, 4. 12; N, 14. 97;S, 11. 22. MALDIFTMSC 
MH^ ) :5 6 1. 1 1 8 5, Found 561. 1212. 
[0 9 3 4] 

mmmo (20) :n- (5- {4' -7^/ -2' - [3- ccs) -2-1; 

KD^^y-yntVW -^WK] - [2, 5' ] i^^ryU;^4 -2 
, 4->?7;P:tn-7x-;W -3-^h+-> — 

[0 9 3 5] 
[ft:3 2 5] 




[0 9 3 6] 

Anal. Calcd. for C24H22 F2N604 S2-1. OH2O 
: C, 4 9. 8 2;H, 4. 1 8 ; N, 14. 53;S, 11. 0 8. Foun 
d:C, 49. 77; H, 3. 92; N, 14. 74;S, 10. 96. ESI 

MS CMNa^) :583. 
[0 9 3 7] 

mmmo C2 o : n- c5- {4' -7^/-2' - [3- c cr) -i-t 

Kn^^»?^;P-ynt°;P) -^WK] - [2, 5' ] li'^ry 4 
} -2, 4-s?77P:tn-7x^;W -3-;^ h^-^—^yXr^ H 

[0 9 3 8] 

[ft:3 2 6] 
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[0 9 3 9] 

Anal. Calcd. for C25H24 F2N6O4S2-0. 5H2O 
:C, 51. 45;H, 4. 32;N, 14. 40;S, 10. 99. Foun 

d:C, 51. 32; H, 4. 30; N, 14. 53;S, 11. 06. ESI 

MS CMNa^) :597. 
[0 9 4 0] 

mmmo (22) :n- (5- {4' -7^7-2' - [3- ccs) - i- t 

Kn^^>^^;P-ynt°;P) -^WK] - [2, 5' ] li'^ry 4 
} -2, 4-i^yMu-y:L^;W — ^yXr^K 

[0 9 4 1 ] 
UtS 2 7] 




[0 9 4 2] 

Anal. Calcd. for C25H24 F2N6O4S2-0. 5H2O 
:C, 51. 45;H, 4. 32;N, 14. 40;S, 10. 99. Foun 
d:C, 51. 49; H, 4. 26; N, 14. 66;S, 11. 16. ESI 

MS CMNa^) :597. 
[0 9 4 3] 
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mmmo C23) : n- [5- C4' -7^/ -2' - {3- [ cs) -1- c 

r h^t Fn-y^y-g-d^/W ^i^M -^WK} - [2, 5' ] ^^T 
yiJ;y4-^;W -2, 4 ->>^7;P:tn-7x-;H -3 h^->--^yXr 

[0 9 4 4] 
Ut3 2 8] 




[0 9 4 5] 

Anal. Calcd. for C26H24 F2N6O4S2-0. 5H2O 
: C, 5 2. 4 3;H, 4. 23;N, 14. li;S, 10. 77. Foun 

d:C, 52. 55; H, 4. 29; N, 14. 44;S, 10. 53. ESI 

M S (M-h" ) : 5 8 5. 
[0 9 4 6] 

mmmo (24) :n- [5- C4' -r^/-2' - {3- [ cr) -1- c 

r Kn-7^y-2-'r;l') -^WF} - [2, 5' ] ^^7 

yy;y4-^;W -2, 4->>^:7;P:tn-7x^;W -3 h^^>--^yxr 
^ F 

[0 9 4 7] 
litS 2 9] 
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[0 9 4 8] 

Anal. Calcd. for C26 F24 F2N6O4S2-0. 6H2O 
: C, 5 2. 2 7 ; H, 4. 2 5 ; N, 14. 07;S, 10. 7 3. Foun 

d:C, 52. 29; H, 4. 33; N, 14. 33;S, 10. 55. ESI 

M S CM-H ) : 5 8 5. 
[0 9 4 9] 

MMMO (2 5) :N- {5- [4' -T^/-2' - C3-->^'n^^->;P^ 
^;V-^WK) - [2, 5' ] ^^f-T^VjlA-^M -2, A--Jy]VtU 

[0 9 5 0] 
Ut2> 3 0] 




[0 9 5 1] 

Anal. Calcd. for C28H28 FaNeOsSa-O. 5H2O 
: C, 5 5. 3 4;H, 4. 8 1 ; N, 13. 83 ; S, 10. 55. Foun 
d:C, 55. 26; H, 4. 78; N, 14. GO;S, 10. 56. MAL 
DIFTMS (MH^ ) :599. 1705, Found 621. 1525. 
[0 9 5 2] 

nmm C2 6) :n- c5- {4' -7^7-2' - [3- i2-=t]vt-^)y 

-4-^;i.-X^;V) -^WF] - [2, 5' ] -^i'7V'))^4:-^M -2 
[0 9 5 3] 

[ftaa 1] 
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[0 9 5 4] 

Anal. Calcd. for CetHet F2N704 S2-1. OHeO 
:C, 51. 17;H, 4. 61;N, 15. 47;S, 10. 12. 
Found:C, 51. 00;H, 4. 39; N, 15. 12;S, 9. 75. 
MALDIFTMS (MH^ ) : 6 1 6. 1 6 0 7, Found 616. 15 

9 7. 

[0 9 5 5] 

mMMO (2 7) : N- C5- {4' -T^/-2' - [3- C2-t°niJ>>> 
-l-^;P-x^;W -^WK] - [2, 5' ] li'^r V^U ;P4 -2 

[0 9 5 6] 
[ft3 3 2] 




[0 9 5 7] 

Anal. Calcd. for C27 H27 F2N7O3S2 :C, 54. 0 

8;H, 4. 54;N, 16. 35;S, 10. 69. Found:C, 53. 
93;H, 4. 66; N, 16. 11 ;S, 10. 51.MALDIFTMS C 
MH^ ) :6 0 0. 1 6 5 8, Found 6 0 0. 1 6 4 0. 
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[0 9 5 8] 

mmmo (28) :n- [s- c4' -t^z-z' - {3- [2- (2-fcF 

D^^>-xh^^» -^WK} - [2, 5' ] i^^ryu;^4-^ 

;P) -2, 4->?7;P:tn-7x-;H -3-^h^-> — vyXT^}^ 
[0 9 5 9] 

[fba 3 3] 




[0 9 6 0] 

Anal. Calcd. for C25H24 F^NeOsS^-l. OH2O 
:C, 49. 33;H, 4. 31 ;N, 13. 81 ;S, 10. 54. Foun 
d:C, 49. 47; H, 4. 08; N, 13. 87;S, 10. 49. MAL 
DIFTMS (MH^ ) :5 9 1. 1 2 9 0, Found 5 9 1. 1 2 7 6. 
[0 9 6 1] 

mmmo C2 9) :n- C5- {4' -7^/ -2' - [3- 

2-^;P-X^;P) -^WK] - [2, 5' ] }^f-TVVj]y4-^M -2, 
4 -S>^7;P^n-7x-;V) -3->^ — F 

[0 9 6 2] 
litS 3 4] 




[0 9 6 3] 
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Anal. Calcd. for C23H23 F^NtOsS^-I. 8H2O 

: C, 5 2. 5 4 ; H, 4. 1 9 ; N, 15. 32;S, 10. 02. Foun 
d:C, 52. 56: H, 4. 07; N, 15. 54;S, 10. 03. MAL 
DIFTMS (MH^ ) :6 0 8. 1 3 4 5, Found 6 0 8. 1 3 4 6. 

[0 9 6 4] 

mmmo (3 0) : n- (5- {4' -r^/-2' - [3- C2-tf u>>>- 

4-^;y-X^;P) -^WK] - [2, 5' ] }^f-TVVj]y4-^M -2, 

[0 9 6 5] 
[ft:3 3 5] 




[0 9 6 6] 

Anal. Calcd. for C28H23 FaNrOsSa-l. OH2O 
: C, 5 3. 7 5 ; H, 4. 03;N, 15. 67;S, 10. 25. Foun 
d:C, 53. 32; H, 4. Oi;N, 15. 50;S, 9. 90. MALD 
IFTMS CMH^ ) :6 0 8. 1 3 4 5, Found 6 0 8. 1 3 2 7. 
[0 9 6 7] 

mmmo C3 o : n- {3- [4' -r^/-5-^^;p-2' - C3->?^ 

;P-^WK) - [2, 5' ] l^^ryU;^4-^;H -3->?h 

[0 9 6 8] 
[ft:3 3 6] 
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[0 9 6 9] 

^i^mmm^ o) hnm\zhx. Misf* cn- [3- C2' , 4' ->>t^/ 

[0 9 7 0] 

Anal.Calcd. for C23 H22 NeOsSa-O. 6H2 0:C 
, 5 4. 6 6;H, 4. 63;N, 16. 63;S, 12. 6 9. Found: 
C, 5 4. 5 0 ; H, 4. 4 8 ; N, 16. 77;S, 12. 70. ESIMS 

CMH^ ) : 4 9 5. 

[0 9 7 1] 

nmmo C3 2) : n- c5- {4' -r^/-2' - [3- C2-t°ij>>>- 

3- ^;P-X^;P) -^WK] - [2, 5' ] ^i'TV^') ]V A-^ M -2, 

4 - s>^7;P^n-7x-;V) -3->^ V^-y — syXy^ H 

[0 9 7 2] 
[ft:3 3 7] 




[0 9 7 3] 
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Anal. Calcd. for C28H23 F^NtOsS^-O. SH^O 
: C, 5 4. 5 3;H, 3. 9 2 ; N, 15. 90;S, 10. 4 0. Foun 
d:C, 54. 35; H, 4. 02; N, 16. 05;S, 10. 30. ESI 



MS (MH ) :6 0 8. ±m<DmMm<Dit-^mi. UTlc^tX^l^LX. 
[0 9 7 4] 




VEGF. FGF. ^om^m^mm^ir-xummmmmi. ^co^sm 
y^t-^mm^miim^^it^^. OToa^ti (construct) 

[0 9 7 5] 

om^mm^x^Lfc}! hskmmimmmm^^mi^2 cve c f -r 2) 

<DmBM'/j]y]^^^y<Dmm^ CVEGF-R2A5 0) M+an^^;PX 

/m^mm^-emMLrco v e c f - r 2 <d±S: issq mm<D V E G F 

- R 2 A 5 0 t-i. 8 0 6-9 3 9 ^XS 9 9 0- 1 1 7 1 V E 

G F - R 2 tttt^T. tf^f AK^^y^fc 1 mn(0§M^ CE 9 9 0 V) 

:&^^T^V^fco IfSLft^^l^cDgaUyilftti. 4 ^iMcDTlgcDS^^. 3m 
Mc?5ATP. 4 OmMcDMg C 1 2 #6T. 5 -trn— 5 mMcDD T 
T^^-a-t? 1 0 OmMH e p e s, pH7. 5^. 4 T*e2 Hf^-Yy^^-^— ^3 

yi-^ci^fcjcDtf^ofco gauyftftc?:)!!. ci£^»£^t±. ^^^coiau 

^ tl/fco Parast et al. , Biochemistry, 37, 16 
788-16801 (199 8) #Mo 
[0 9 7 6] 



+ 
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^y^^cQfej^cQF G F-R \m^^ ■ @S(^^y^^U y^^^mji. Mo ham 
madi et al.,Mol. Cell. Biol., 16, 977-98 
9 (1 9 9 6) t hF G F-R 1 c^m^^^-if 

>?^;t-y^S4 5 6*^&^JaS!9 ^>^^yit7 6 6 

:L 4 5 7 V, C 4 8 8 A;&tf C 5 8 4 S^&^LTV^fto 
[0 9 7 7] 

7y^^c0fei5c0LC K^Htl : N^fi^fcOTO 2 7^ /IIB^ : P 2 3 3M:& 
D^C 2 2 4 D^)^^CTV^^. L C K^n->y^^— tf:^. 7^/11 
SS2 2 3:^)^&. ^yn^?coSf^^^S§5 0 9SS$WN*»^hLT^l 

y-y-^^cpfcfecpGHK- l^ lgtl : C^M 1 sMIi^ftli f C H K - 1 (F 
L-GHKi) /^^an^7^;yx/Mmm^^fflv>r^ilLfto <int±s 

thGHKlcD47 6r^/i|tDG*i^fc 6»tX^>>>SS (6 XH 1 
(tag) ) :&#t?fccDT^Softo ^y^^^mt. m^O^u^h^'^yy^- 

[0 9 7 8] 

7-y-tr^tDfei6cDGDK2/^t^ ykmm^ : G D K 2 ^^$nft7a?4 
(Rosenblatt et al.,J.Mol.Blol.,230, 1 

317-1319 (199 3)) ^fflV^T. r\^:iU'y ^ jl^T^^M.^^ -^-l^^. 

m^E. col iM»&l»SU ^M^t^^'UyA^^l^ti. ^ifS^nr^ 
iJ->XfcJ:t9f'^fi5^L. mfH^^-^tircX^lcLX (Jeffery et al 
. , Nature, 376, 313-320 (July27, 1995)) WM 

[0 9 7 9] 

7.y^^cr)/fcJi)C0GD K 4/-it'Y^'y yD^ffHf^ : t h G D K 4 h^t-Y^^U 

om-^i^. "^^i^vyDit. }ihCDK4 t^'ji'^=^ty-s-h'yy 

X:7x^— tftOlS^^yA^' (GST-GDK4) OW.^Pf-^. ^^O^it^^ 
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[0 9 8 0] 

7 -Ir-f cQfefecT) F A Kmm^ : t h F A K(Dmm}^^^y CFAKcd409 

/lIF^^^yti. >i^;t-y4 0 9^)^&5^>^^yii6 8 9S^^coss:&#^'e 

V>fco Whlthey, G. S. et al.,DNA Cell Biol 
9, 823-830, 1 9 9 3*^&tHltS$nT^>§ia^J^f£#^l 3 6 1 6 tit 

w^r. impfi<r)7^/mmm (p4 i ot) t^^^Lx^-^tco 

[0 9 8 1] 

VE G ¥-R27y^^ 

mwT^ftftmm cflvk-p) y^-tr^ 

[0 9 8 2] 

X iJ ;PScD^©^ # 5 A T P :;)^ & A D P CD t±s X X / li' y 

m (PEP) . t°;H^yil+^~tf CPK) tlLIIrt Kn^Y~tf (L 
DH) :^#t?^^fflV^Ts NADHJMittmBLfco N A D Hc^ilfbti. Be 
ckmanDU65 OX^^' hn^;^- h^— ^— ^fflV^Ts 3 4 0 nmc^^Ttg 

Ce34o =6. 22 cm ' mM ' ) OWP^^vB^ ^ tlC^^mBlLTco V 
yllftbfcVE G F-R 2 A 5 0 COTtD^THi F L V K -P t^Lfc) c7)7^y 
-tr^^ff^a. OTcOjiD^^S-:^/^ : 1 mM PEP;250/iM NADH;5 
Oa^y M DH/mL ; 2 Oa^^y hP K/mL ; 5mM DTT;5. Im 
Ut^V (E4Y1) ;imM ATP; ^XfZ 5mMMg C 1 2 cD2 0 OmM 
Hepes, pH7. 5o U yigftLTV^S:^^ V E G F - R 2 A 5 0 (1X77)^ 
7^ LWK tT^Lfc) 7)7-y^7'^mt. OTt^Mi? ^^S-^/fc : 1 mM PE 
P;250^iM NADH;5 Oa^^y MDH/mL ; 2 Oa^^y h P K/m 
L ; 5mM DT T ; 2 OmM^'U (E4 Yi ) ; 3mM ATP; 6 Om 
M MgCl2:&D^2mM M n C 1 2 ^#t? 2 0 0 mM Hepes, pH7 
. 5o 7-j'ii7&. 5-4 0nM(Dmm7m^^l^fco K 1 ftti. S^SrMgcOl^ 
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ymeKinetic and KaleldagraphVy'h'^j: t^^MV^ 

[0 9 8 3] 

E L I S A7y-fe-Y 

.txx^fx^^x V V ymm^. ^t^yitLrc:^'^. hvy^^y^'i^ c i - 1 7 ) ^ 

-X^rV^yi^^^;P^^>^:^--tftgm. 2, 2' -3-r>>V->>^- [3- 

x^;p-^y^f^ryu yx;^^t^^^-^ (e) ] >>Ty^-^Aig cabts) ^ 

K;5mM DTT;20^M ATP;26mM MgCn ;;^t)=2mM 
MnCl2CD2 0 0mM Hepes, pH7. 5^^LX\^^rco Ty^^l^is 
0 . 8 n McD iJ yflft V EGF-R2A50 Xm^h LTco ^t^-X^rV 
;P;t^->^--tfSjSt±s 1 OmM A B T S ^^fflV^TT ^ytr^^nfco ^t^-X^ 
r^'y^a'^;P;t4^>'^-^H^Sti:. SI CH2 SO4 ) J: n-. 

^Ot^s 4 0 5 nmcO®:)^g^M^Lfco K i fitti. S^^rMgcDl^-^m^W 
ftTT^cD0^?S'ft:&tlJjS1' ^Ctlc^i), t:^^ Lfto r-^ t±s E n z y m e K 
inetlc and K a 1 e 1 d a g r a p h V7 h 7^fflV^T^M/f 

[0 9 8 4] 

F G F-Rr-y-tr^ 

^^T^TtgWr ^y^-r^^ JLXTfcf^«g^HJ^^t±^ ±fHVE G F - R 2T^kE-< 
/t«fcLTtf^-2f- : F G F-R = 5 0 nM, ATP = 2mM, .t'U (E 

4 Y 1) =1 5mMo 
[0 9 8 5] 

^^T^Ttgr ^y ixri^^tmm<DM^im&. ±fH v e g f - r 2 xm< 

fcSfcLTtf^ofc : L C K = 6 0 nM, M g C 1 2 = 0 mM, t^V (E 
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4 Y 1 ) =2 OmMo 
[0 9 8 6] 
CHK - 1 

^ggSM^T'f- HSyntlde-2 CPLARTLSVAGLPGKK)^c75 
X U ;PSc0^a^ 5 A T P f:, CO A D P cO^^ ti. > 11^ ^- C 

PK) hailrt Fny^-if (LDH) cOf^fflfcJxDs .t^XJf^xy-;^tf;^^' 
yfl (PEP) :&fflV^Ts NADH<Dmitti3-^:fVy^''^^rco NADHcDll 
ftti. HP 8 4 5 ZX-^^' hD:?;^ h>?-^-:&fflV>T^ 3 4 0 nmC0^7t® C 
•340 = 6. 22cm' him' ) c^tJ^^^^il^ cl hfcd; SIMf^fto * 
M&g^K^S^mtis 4mN PEP;0. 15mM NADH;LDH28a^ 
h/mL ; P K 1 ea^^y h/mL ; 3mM DTT;0. 125 mM Sy 
ntide-2;0. 15 mM ATP; RXJ 2 5 mMM g C 1 2 CO 5 0 mM 
TRIS, pH7. 5;RZ}. 4 0 0mM N a Cl^n/v^'^^fco 7 'y^^ & 
. lOnMcDFL-CHKl ^m^^^Xfm J-fto K i ftt±. S^^r«cDi^,^ft 

^^<D^^Tx\ ^m^^'mm'Mt^ctic^i)m.Lrco r-^t±. En 

zymeKinetic and KaleidagraphVXh^^jiT 
[0 9 8 7] 

C D K 2 /^- ^ j^i;yARtfCDK4 /-^- ^ V > D 7 -y 

O P] ATP^)^&^^/^^^Xh-V^yn^'^cOIXDjA^^^^^«T§cl 
t J: D tiJJS Lft o #fH L ^v^PS D t±s r ^y -tr ^ 9 6 ^ x h cO 

. imS. 50/iL^\ 10 mM HEPES (N- [2-tH n^->X^;H If 
-^^v^y-N' - [2-X^yX;^4-^yil] ) (pH7. 4). 1 OmM Mg 
C 1 2. 2 5 ^^MrrV-yy^U4-^X7x-^ CATP) . Img/mL;^-^^/ 
;P^^^y, 5 g/mLn^^y^y, 1 mMi>^^;^- h W h-;K 1 OmM 
;8-^^''iJ-fen.txX7x— 0. 1 mM/^:^>>>il^ h ij ^A. 1 mM7^yft^ 
hU^/A. 2. 5 mMx^Uy^^^iJn-;P-t:X C iS -7 = 
-N, N, N' , N' -rh^MI (EGTA) . 2% (v/v) i>^^^;PX;P 
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3 2 

^^^'yYK JkrJ. o. 03-o. ZfiCi [ P] A T Pco^^feTTlf^-^/fc 

0 (0. 3-0. 5^g) ffSm^^U^/^^^Xh-v^y/^^^y^ 
^^^yh (R b) (3 8 6-9 2 S^ScO^^ (native) ^^/^^^Xh 
— V^yA^^g ; 6 2. 3 kD a. ^gP^j'-tD 1 0 6 k D a vn^'g^fc^S 

^^Sofco S^Sti. CDK2 (1 5 0 nM(?5CDK2/^t^'^'UyAli 
^f*) s CDK4 (50nMcDCDK4 /^t^ ^ V 3^i^f*) ^fj^^l^ 

(EDTA) ^2 5 ommLr^^x^izmtnLxi^±Lrr_o v ymit^tifcmn 

li. 9 6^x;^rJtiM^-^t^;^K (man 1 f o 1 d) :g:fflv^T- h n-tr;P 

T«^m^tiijs u mmmm^Txm'M Lft;^y ^^^^ ^ y kcd mm 

^^l^^\<Ctlc^i)m^l^rc, mmMW^'^^-'^-ii (ATPc^kcat. 

Km) . ##^fcov^T. mnwy^^^i^'Vht. wMm(OATpmm^(o 

te^g^^^^l-^ cl ^fcj: DMSt-fto Kaleidagraph ( 

Synergy Software) :&fflV^T,^^PM^cD^Sfc^Tt±S6s Xt± 
. K 1 n e T 1 c V^h^xT (BloKln, Ltd. ) :&fflV^T,^^?®IS^ 

PM^cO^Sfc ^^Xmtco {i>^U€>U^MO. CDK4XtiCDK2 fc^^l^^ K i 
llj^fiti. $g^$nTV^§ I C 5 Oftt-^LTV^fco C D K 4 c75tt:?S'l4ti:. ^ 

ft^t^^' u yusxi'i^^'^^^v yD smm^o E%^<Dm^i:^mmi^r\^^ 

1 ft^^L-/fco 
[0 9 8 8] 

FAK HTSti. LJL B i o s y s t e m s j; ^9 ^#l^nTV^§^)t^^ll 
7^y^^:§^lJ^Lfco ^^-ifHjSti. lOOmM Hepes pH7. 5. 
1 OmM MgC12. 1 mM DTT. 1 mM A T P :&(^ 1 m g/m 1 



(261) 



#S 2003-501420 



Glu-Tyr (4: 1) ^-^^u-^^^fco 5nMcOFAKcd40 9^UMl^'i^ 

EmmmLfco EDT A(Dmm^^^E}^^^i^±i^. ^mk. LJL B 

i o s y s t e m s J: ^#l$nTV^§^)t«-^y^ K^at^JfLJ^XJ^^P 
WM-^WW^f^o PM^cDlSMti. Analyst (LJL) mX^W^mm-Dfti 



[0 9 8 9] 

HUVE Cij^r-y-tr^ 

*7y-tr^t±. ft^,^ft'&tlfcj;§. tMS»^^« C "HUVEC" ) fiS^ft 
H?$[JMmC)ffi§tg*^^:^Sbfco HUVECm (3-4«. Clone 
t i c s, C o r p. ) T7 57^Xn^cD. E GM 2*g±tk^^^i?if Lfto 
«^ E G M 2 J§±tk:& 2 4 fcj^i^nt-fco 4 . 5 Sf^. MJta^B'Jt^ 

Igt-tk Cl 0%^^>S^i^« CF B S) . 6 0/i g/mL^^|ffi»SM (E 
C G S) . ^X3. 0. 1 mg/m l^^U y:&M?tLfcF 1 2 K*gi:ffi 
fto «PimKfciimLftHUVEC«^s ^cDf^cD^,^fcf^fflLfto 1 0, 
0 0 0- 1 2, 0 0 OCDHUVE Cm^s 1 0 0 1 cD'gJ^t-tk C±5ili t^fc) ^ 
^\ 9 6 ^^iW^ y v'-a tttxfco CCOJ^ti^^t 2 4 -^^fc 

o ig±ik^^§I^SU 1 0 5 1 cDt:J§±tk CF 1 2 K + 1 %F B S) 
fc»Lfto 2 4HfWf^. l%DMSOfc?§g?Lfti^,^m'0«J^±m ^1 
<Dmi^<D I 5 fi I ^MM^ 01 ;P imtW L ft ; D M S 0 rigti 0 . 1 % 
-^^S-^fto 1 Hf^fg^ 30/ilcOVEGF (3 On g/m 1 ) ^MM^W^^. * 
^SOnyhn-;y:&#ty^7x;PJ,:^^^^, ±X€>^ :LMmtWl-fc ; ftUVE G F 

mmit. 6ng/miT^softo »±imt±s 7 2mmmc. «^mtt cp 

romegaCorp. ) fc4 0f^SEI^T. M T Tfe^t^li^Ht J: f L-ft 
o fe^OM^Hi. f^lhi^m (P romegaCorp. ) ^^'0Mt ^ C tl^ X 
{♦±U 9 6^7x;P- X-^^?hn7;t h^-^-* 9 5 A 

[0 9 9 0] 



^^t^^h\zii^%[nhfz;m\z^ 0 . Slog toiitift 7 ocDrIg^fflv\ 
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[0 9 9 1] 

% IS^ = (control— test) / (control — starvati 
o n) 

[0 9 9 2] 

control =i^,^ft:'^1^C0^VWEG F#6TWa''' 

5 9 5 

test =l^,^ft:^JfeJcO^§VE G F#feT^^cDA 

5 9 5 

starvation =i^,^ft^1^. V E G F ±^lC^m^Tr'<D A 
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